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>y*f7y77-^, ^yyf'J7y-;K #;w-?y-;K /?-*;y^'j>, 7^Jy> 
, 7xty>, v^yy'y^y, ^y^y, -^y7fi7xA 7i;f7r/, 7 
z;Wa y^y^r-9-f-^y, f7>^VA 7xt>HJyA 7xt>l-n'j> 
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ytFnft7xA t F 7t Fof t7xV, i> K n f- * kf 9 y , f fytFDft 
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nf7y77-JK x F 9 t Knf7 i?7V*-^ (f 7'77 7*'Jy>) > ytFnf7y 
y, fF7tFof7^>> ytFnf7y'7y'A x F 9 Fnf7 vT v y N K 
n-f-T-tf^y. t h7t Knf7^^>> Knf 7*^'A y t Fnf 7^7^ f 

y. 7F7tFnf7y7€t°y, Fof7 VT°d t?>, ft^^* 

U y> tW7>, r/F^A ^70F'J>, -;iiFn^>y*7 7A ^-tFn 
^✓«/77A ykFD^7^>777A ;<-tKn^y^A/77A y t Fn^y 
7ft7xy, ;^tFn^77f*7xy, z?n Kn^f y^>yft7 xA y^-i±K 
n/fy^v7ft7xA -7HFD^/f7-;K /i-tKu-f >r/-^> y^Fn^f 
;ijA f h 7t Ko^7 'J ^-tFn^rAJA ytFn^y^fAjy, xfyt 
Fn-fy^yyy. ^-Kpn-fv^'JA yhFD7^7'7A rf7tFo7^7 
^y. /^tFny^yA ->'KFnt7f'jyA rF7tFDf7f , Jy>, 
KFnt7f'JyA ytFn^y^t'J A ff^tFn^y+t'J A ;t-tKn^f 
;HrA i> s t Kn^^-yy y. fb7tFn^t7'JA A-tFn^t7'JA v 
HFnyyAJy, f f7tFny>AJA ^-tFnyyAJA ^/7i#tf7 
y. yEFn^yy't^A 7HFn^77f7^A n^yV^JV't'Jy, K 
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- E Kn^> s /f- r y- ;K Kn^> 5 ^ V— ;v\ t Ko^> 5 ^ V — 

^ij-yy % ytFny^V*77>, ytFOy^>V'fi7x>, fh7HFDy^> 
«/7 9>, f b9t Fn^yy*fi7x/, ;^nFny^>7*77>', /^-tpnv 

^^7ft7xv, mv?^ ^ft7>, 'v?-t>* 9 J**r*Myy 

o * tfntt#Lfcr9t*tt*3ltfc Ltli, 1?!)xJ2\ 7*f*fc?n [4.4] 7t>, 7f^ 
tfn [4.5] 7*#>> T^tfn [5.5] * y^ii yWSift&f £> *L& 0 2MjgLfc~ 9t 
«f ^ Ltlt T-iftfv^n [2. 2. 1] ^7"*>> 7f^>^n [3. 

1. 1] ^-79V, T^f^v^n [3. 2. 1] 7flfy^n [2. 2. 2] 

fifijjit LTfi, fll&MT £°n-;K ^ 5 f'J7'/-K r^y-iK ^77- 

>K tfj^V. fr/A ^V5y>, f'J^y>, 7 5>> f-*"7x^ tf-^V-Tl' 
N ^Vt^tV-^K f77-iK ^Vf77-JK 7 91f>\ t*tyT/-;K ^7 
y'Tv^jv, 'f>'K-;K 4 v>f ^ K— >K ^> , /7 7>, ^v^/y7 7/ > iy\rf- 

^•g-y-/!^ ^yv*f7V-;v> ^>7M?r/-iK ^>^77f ^^7*f7y 
7v*-;i/ N ^>v*t>'j7y*- jk #;w<fi/— /? — 77 ;v^v 7 ^ V v ^ 7xtv 

y^>7*7 7 7, V^f-^ry jt>, 7xtyMJ^/, 7xt>fD'J7> ^ U 

\Z&tf%> \WM^\ tLtlt $Jxt£ (a) ttm£*iTV>T& £V^7;V*;V*> (b 
) SS^fi-cv^-ck =tv>7;K7--;v*. ( c ) tl^iitv^ & «t v^r;v^-;v*. (d 
) tM*tLTV>tUv^M^ (e) ttMtLTV^Uv>ttm (f 
) H&3*LTv>rfc J:v**Bfeak (g) ti^^tv^Uv^t-M, (h) It? 
JtT^tUv^757^ ( i ) ®!&£*LTV^-cfc J: v* * ;w*t >f (j)1Kfe$*L 
x^xi> iv^^7r?^H, (k) s&^^^afe, (l) 7;v3^y*;v^-;^ ( 

6 7^n^y*;i/^;Hf) , (m) (-SO3H) , (n) 7vJl/7^7l, 

(o) *^*7S, (p) -fnl, (q) t^VS, (r) ft^V*> (s) 777 
(t) 7vyVl, (u) ^5 7«> (v) -B (OH) 2*, (w) ^ny>If 
77*, 3 7*f) . (x) 7;v^jv^^7^-jH 

^f;V7xJV7^JV, xf;V7,;V7^-iVf«Cl~6 7^ J r^^7^-^If) , ( 

y) 7'J-^^7-f^;vi 7x-;vx;v7^;v$©C6~l0 7'J-^ 

;v7^-;nf) „ (z) 7;v^7v;*;i'*— (08*.^ y^;v^;v*~;K a.f-;v^. 

1 ~67iV^i^^*-^) > (a a) 7V-^^*-^i (ix 
ii\ 7x-W^*;^WC 6 ~ 1 0 TV -frX — ^ (bb) 7'»H ( 

ii^vy*^ jvf ©c 6 ~ 1 0 7'J ) ^pa^if ?>*u itL^ofi^cD 

«m*fi«m»rtg^sa^ 1 ~ swltv^^ tuitLtw remstL-cv* 

;K ^7 7 , ot>> 7^;K ^7 7*fiV> sec-y^;K tert-^^K -fv 
'Of-JK aJtv;v, A^fjv, y-;K "T-y )^^<D^mMt 

tzl±fr&tii<7)C 1 ~ 1 0 7^****^ ^tL^>o ^ut7^^f^Ititttli 
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, j.^;v*;v^;v^^->^) , $jjfg| (HiTfBLfc rsm^&^LTV^T & J: v>3*R*J 
ny>M? («itf7 7i, a*3fc^0 WWffctU uaf>^t©m 

7*-tr-;K y^^^^^^^^it^t ^UM©C 2-10 7;v^~;vS^Wb 
tL^.o iut'7^^-;vi©ilit LTti, jtuiB re$l£ fix^x & J:v^r;v^;v*J 
^i3tt2.«m*i:|sic^**^i-o W»tLTco mm^fir^xi> J:v>7;v^-;v 

•f*rV4=-fr^ ^*v«f-;v, y /^vM-;w 7»* 

5M ^;v^coit«^f fcfi^&JfcOC 2-10 TJHr^-fr&g&mfhtLZo -it«7 

h|wiC^p*^S^i-o ) . EM^S/ifi^^C 2 ~ l 0 7^)--iH (tuts r«m^tL 

a^c2~i 0 7i^->i (mis m^ztir^xk £^T)v*~)vm n^t* 

j^y^iy, -?u*°*^^ ^;yn^ y> /Hy, -i V * * ~> > tert-^h 

^>f)Vt*y, ^^v;v^^rv#) „ c l ~6 T^^v^S 

if-;^*, 7°otf;vf-^-. ^fyy'nt'jvft, 7*f-;v^. 'fVT* 
f-J\/f-ir-, tert — yf-^V^^-^ ^ > ;v •f- # . <^ ~>;v-f-:t^) „ 7^i, ^EJ-£tz 
tty-Cl~6 7Jl'^iV7^I (Wx.tf^f;V7?>', xf;V7?7, T'ntf^T^y 
, ^y 7 J ni;;V75y > 7fiV7?^^ ^7^^757, tert — ~f*f- ^75 
;V7 5y\ ^y;V7^, yxf;V7^, v7°n t°;V7 5 y\ N- 

?.^tttoKii(±f tui^tttt i ~ 5itt^Ltv^^> iv^ 0 mi lto re 

x.{f (i) W&ZtLX^Xb £\t*T ("S(rBBLfe%©fcraC.*l**^^) ^ (ii 
) e^$ttTv>-c% J;v^t;v^--;v^ (tuISLfc % o Ri C*i^^ftt>-r) . (Hi) fi 
$L-gfhX^x i> iv^7;v^f-;H (ftfSBb^^^tl^ C*sfc***5^) , (iv) 
f LTV^^iv^ffS (frlBL^'b^fcra^'***^^") > (v) e«^*LT 

v>tuv>ftsi (ttrsBL^'feotiwic^^^^-r) , (vi) 7vin (ii^> * 

T•fe^•^^^ ~7ur*s tf/^n^;v. ~f9J4fr^ 
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-lOMMtf*^^^) > (vii) WMZtir^xi> iv^;w^^f 
|BL/c^ofc|W]C^p*%^^i-o ) , (viii) t;v^;v^;v^-;v* (fflxJf, 

3**fib*U>o ttMtLT© rsm^nxv^T^ £v^;w^^;v*J tUtt, UsM 

/^-f;v, n-x^;v#;w^^;k N-^nii^*^^, N — W v "7° n ti ;v ^7 ;v 
/^-f;K N-7*-^#;w^-f ;K N-^V^f^*^^^^ N- (tert-^f-^ 

^*^^^N-t;-C6~l 0 7'J-;V*^^K N, N-vCl~6 
7;v^;i^;w^e^;v (iiit N, N- f-;i/#;w^-f;K N, N-^x^ ; v#;v 
7^>f ;K N N-y^nt^V^JW^^^, N, N-y7'f)V*^^v, N, N- 

;w^^f;i/^) , N, N-v7x^;V^>f^N-y-C 6 ~ 1 0 TO 
A^-OK N-C6~107U-^-N-Cl~67^;V*^^;V (f!lx.{i\ N- 

x;V7r ; E^iH, N-*;-Cl-67JV^JV7rt^v 
;1/7t^-OK N-xf^x;V7 7 ; e^^ N-7°n n';vx;V7 ;K N-^77"n 
t")UX;V7T^^iK N-7*f^^7T J E'f^ N»f 77*^^7 7*^ K N- 
(tert-T^v) 7UV7t^-OK N-^W^rt-f^ n-^v^^7t 
*>r;v^) „ N-7x-^;v77^^^f0N- ; e>-C6~lO7 l J-^;v77 ; E 

>f ;V N N-yCl~6 7;V^;V^^77 ; E^;V N, N-^f^^7T 

N, N-^xfM;v7 7t^K N, N- y7n tf;v*;v7 r-=e^ /K N, N 
-77W^7 7t^K N, N-y^>f^^^7t^^ N, N-'^y;^ 
; V 7 7 ^^;K N-^fJV-N-if^^77^^Vf) . N, N->*7x^7JV7 
7^^fjVf(0N-y-C6~l 07'J-^^77t^K N-C6-1 0T0-^-N 
-C1~67;VW^77^^V (Wittf^ N-7x-^-N->m^7r*'f/l' 
N-7x-;V-N-xf^7>;V77*^f;K N-7xx;;U-N-7°ni;;V7JV7 7 ; E^ 
; K N - 7 xXjV-N-7fM)V77^^K N-7x^JV-N-^7W;V77 ; E 
n - 7 x - - N - ^7 7 ^) ^fr^-fb *L& <> 

[0 0 3 8] 

K Q4fcliMK±oT«S*ii ["SUR^IR^* 1 ~ 8 fflO*^ — 9— J ti> JI^ 5 1 

&5i^i:»tx440tt4o r^tt^JB^Sfe 1 ~ 8 flOX^- if- J tUlt ffJxl* 
ttS^tLtv^Uv^Cl~87J^V>i h 1 ;^ 
f-VJ^ f F 7 ^fk7, 

f-V>i) , t»fLWUv>C2~87^-^>S (flx-WT, xt"~V>\ 
yu^-i^ -fT-vy^ -r?vz--vy, 

i-vV^f) . t»tL-c^-cUv>C2~8 7^-v>i ($|xJf, -x-^^V^ 

WW^So ^tCl~8 7MV>I> C 2-87H-V>i 
i3j:U f C2~8T;v^-V>^coR«M^-«. HI*®?-. BMfc* fiX^X & X v^JStK^ 

(^i^ s. so. so 2 f) i fciiiiftSJitv^t i^&m^ 
(i) ft$t£*L-rv^T& £v>t;v^;v^ (ttfiab^^<7>h(wjc^i*^*^-r) > 00 
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s*tLtv>t^ a^mmmm mmLtz*><DtmtMvfc*^frir) % (iv) rv;v« ( 

tr rgm*=lr^bTV^T^ J:v*C 1~8T;^V>IJ > rSSHk&^r LX^X «£ v> C 

trco r««J tvxte, Wz.tf. wM2nr^xi>£^T)v*)vm m&v?zi><Dt 

->77^f >y§f) WW ift&^tefcOtttfc&kmJMTt&fc&fiK 1 ~ 3 11 
[0 0 3 9] m 

t±, M;Ui\ I»tt^^tU^C 1 ~3 7J^1^>S -CH 2 ~, - 

(C H 2 ) 2 - (C H 2 ) 3 m ^ -0-. -S-. - SO-, -SO2 -> - 
NR 2 _^ -CONR 2 — N R 2 CO-. - SO2 N R 2 -> -NR 2 SO2 - 
NR 2 CONR 3 - R 2 iSi^R 3 fi^tiWSljL LT. ?mmf, W&ZliX 

<b*u [mmtfcitfrifcfcomffiMmkTKm&Ji tLxn, mmMttzit^mx<DT 

;v ^ ;v ^j tUI±, fSlxii^^K ^f->K 7°nt';v, 'fv^n^, 7*^;K ^V7* 

, *y^;K y~;K f y^f © /;ii«C 1 ~ 1 0 7JV^;vSf 

i^lf^tL^o HMMfcS /diM«7^'5 r -^*J fcLTii^ Milfxr-K 7°n 

jl-;K 7** yx^;^f«Iiftl TSti^^C 2 ~ 1 0 r^-^^tf* 

fy^;K f )!; fciiMC 2-10 7;v^-;HW 

[0 0 4 0] 

zKX-ox^fc^ rmt»j thxit, Wx-if-cooR 1 (r 1 sm 
^tUv«« (ttrffit|wii:^f*^^^i-o ) £»1"o ) . xii>*m (-SO3 h) 

N -SO2 N H R 1 m (R 1 }±BulB^IWJC^i*^*^i~o ) -NHSO2 R 1 £ (R 1 t± 
tulBi:lWlC^P*^^>bi-o ) , (-P0 (OH) 2 ) . 7x7-^ (-Ce H 

4 oh) zizim^v y yftvo &7mn.^*^ir&^mmw%mm<D&m-7*i'^^-Tv 

[0 0 4 1 ] 
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[ft 7] 



O 




[0 0 4 3] 

^r;v^ N t;v^--;v^, r;v^f-;i^> Ti^^yi, r;v^;v^-^-^ T;VdrV>^ 
~Mf£\ lt> *S^^*5^^>^f4# (E, Z, b7>X#) , ^R*<W 

£ %> ( D , L , cU Iffi , ^07h^77*iCU (ffiUtt 

[0 0 4 4] 

[0 0 4 5] 
[ft 8] 

[0 0 4 6 ] 

[0 0 4 7] 
[ft 9] 



[0 0 4 8 ] 

[0 0 4 9] 
[ft 1 0 ] 



[0 0 5 0] 
[0 0 5 1 ] 
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^ y _ ;V7 5>, yz^-^rA h'J^ (th'n + ^f^) ^f^75 A 

. kftymm^ B*ibk.mm8L, mm, v>wt&. mni&m . 

h'J7;vtn«t, ?LM^> l^St. ->if^ 

[0 0 5 2 ] _ / 

Eftr^*-? A^^^ttL^ 0 mm.7 — *3£ d 

[0 0 5 3] 

r o^ {±n 7 x z ;H(: J; o Tfl? ti/; C 1 ~ 8 7 JV^f^il- 

[0 0 5 4] 

(i) Mk* o 

[0 0 5 5 ] 

% fz> —tf&t (i) o/nF7^U Ml^wtff ^llf CUE6t:J: 
— (I) te3E&S*L&ft#4fo*v»"5o — JK^: (D ©7*nK9f /iUI±, — ^ 
(I) #7 5A*W^#^ f7^I^7vML T^^Mfc, U >®Hk2*L/clk 
(i, — (I) ©75^i^3t7^M^ 7?-Mfc, 

; v^-;Hb. (5-^f-;v-2-**v- 1 , 3 v 4 ->f ;v) ^ h * ~># 

;V^-;Wfc. fh7tKQ7 7-Mk> K°D'J^)^fM^ tf^n W fl> * * v ^ ^Mk 
, T-b h^y^^Mk, t e r t - 7*?- Mb 3 tLfc-ffr^** X) (D 

i*»7v^ft, 7)i/*Mk, V^@Mt, **mik£tL^k^ (M 
% (D ^Tfci^^T-te^Mk. a>5 h>fML 7°n^y^Mk, t:V<m^Mk 

t^y-Mb> 7vyMk 7?-Mk, S?* f-^T 5 7 ^ Mk£ tLfcft 

; — (I) ^*^^^y*ttt^i^f*^*^^ x ^^^ r 
^ Mb^fr/Hb^ (w, (i) os^^^^^T-Mk, 7i - ;vx 

*-rMb. **^'/^f^fH, y^f;v75/^f^7-ML nVtn-f;v 
*^>^ -^v^xMk. j- b ^ v#;v^-;v^v^;v^y-Mk> 7* V s^.*-* 
^ ;v ^ ( 5 2 -t^y- l , 3-yt^vv>-4-^;v) ^f;vx7>r;v 

4k, y^nA^^;vt^y*JV^-i^f^ x ^rML ^ -f" ^ T 5 k $ fitzit^ & 

o — (I) K9 y y-t±7Xfn%*5 *tfgfc^%m»T*L^*o-C*> X^o 

(I) ©/n K7 7 ^fiJgJII*^1990¥TU rE*©SI»J * 7 #^l£§tl63^- 
s>*fcl98^-i?fcE«S*L-cv>* id*. (I) KMrrs&o-? 

ioti^ s fc, (I) -e^^tL^^feii, rattx* («x.tf, 3 H, 1 4 c 

[0 0 5 6] 
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3-15 oML riif ^{iH^flRtt, i»f Ltv^t =fc v>m«JS^, 
ffl^H^^ XZ^yttzitmn^^hM^fi^ l ~ 5^60^rnJIT-^#tf 3 ~ 1 5 A 

L t v> T U C 5 ~ 6 (^Wf f lltt> t^MtLt^tUv«^ M 
fSJI^ ^{i^MT-^^^^tL^, 1 ~ SlH^xnjg^Sr^tr 5 - 6*©f 

v^Uv^;v77^^Hx *jv*'^yS, -hni, Any>Sf, T ^ ^ ;v * * 

[0 0 5 7] 

Kfc LTSfi L< f±. ±IMWl-8i©7^-t- (flixlf, it*?rtLr 
vy^ iy^^v>. f >7^fV>, t/n^^v^-^ab ^ , zzx(D$z 

ifjimi, m^nt^* m<b$tLTv^T^ iv^m^ (mx.it. s. so, so 2 f) * 
Sfnc^ mibstL-cv^-cfc iv>ifji? (f!x.ii\ s, so, so 2 f) mx&y), x^o 

, $);U£\ gm^tLTv^T^ iv>7^^;H> ^n^yJK^s tt^^tv^tUv^i 

L<(i. 1 f fcfi 2mWM\^izi>(DX3bZ>o t *)t>tfKt LXftZ L< It, 

l/VS, ^v>*. f'J^f rt-y^fW^i, - (CH 2 ) 2 -O-^mx 

[0 0 5 8] 

fB h LXftZ L< tH^tLT^tUv>C 3-15 <D&M, -ft 

=?-frhmMZ^z> l ~ S'fi^^xnji^-^^-tf, 3-1 5S©m ztf fcii^fS;! 

ttz\±WMM.^hm^fi^ 1 ~ 5lM^^xnJl^-^^tf 3 - 1 5lOfS, -Mttz 

5 - 6 (DWm^^mBMM., «^«r^rLTv>ft iv#f^ a*®^ £ / 1 
7tMJ^fC^^7l^£tL& 1 - 5H<7)^7"niK^^^-tf 5 ~ 6 « <7)#i^7f #1^1*^ 
^T-&"*9> ^k^LOi, 011*. tf, t^MliL-CV^-cUv^>4f>^ 
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SfcJK^"?**,. Ztlb<Z>&l&<Dm&&l*Wten!t&%:&Wii" 1 ~ 5 1Ig» LT V>T & i < 

, fffL<l±, 0 Sfctt 1 ~ 2fla^1ltft-Cab*o 
[0 0 5 9 ] 

^§?) -C&I9, L<ti, #!lxJ£, ±$Iom^i5:^l ~4l@cox^-^--e^ 19, 

it£*Lrv>-c& iv«s? (eox-if, s, so, so 2 f) f fct±e&$*L-cv*-c& <£ 

Uv>«fg^ S, SO, S0 2 f) ^TJfc*K L<ii, Mii^ Wt 

tUv>7^^i-C*^ ii9$ff L<ii, Mx.ii\ & 0 znh<7)iiM<7) 

-e*^o t «9 ^ttQ ^ Ltfff L< li, ^!lx.{i\ -0-, -CH 2 -0-# 

[0 0 6 0] 

tDiLtfffKlt Witt, tftMLTV^U^C3~15« 
^kSiRS^a 1 ~5lS<7>'\xnm^&'^tr, 3~1 5l©« -ti/ciiHM 

tli^tLtv^Uv^^n-^ gglS^^li" LTv^T & J: W 5 *^/— /K WM&'fr 

%{£gi~ 1 ~ 5 ffi«LTV>T& <£ < , fftKli, 0 t tzit li<7)tHT*^ 0 
[0 0 6 1 ] 

LtLtfffKli, Mill l£l=r^, -CH2 -> -0-, -S-> -SO-, -S 
O2 -f fct±-NH-^~e&«9, i^fi L<ii, -0-, -S-x&& 0 

[0 0 6 2] 

fEfcLtffiK!^ #!)x.i£, tt***Lt^t & iV^C 3 ~ 1 5 OJNk 
^^^S^^tL^, 1 ~5j®co^xnjg^-t^tf, 3~l 5M<DmM, -M.*fz\$=M£M 

Mm^-frbWR-ZtiZ 1 ~ 5 jSO^-xnJK^^^-tf 3 ~ 1 5M?5ip.fS, rfl/;ii-^ 
<9> #W^L<(i, $)xJi\ t»*lrttTV^Uv^C 5 ~6 <D 
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, ^n-^yii^-eab«9. Kit «x.lt ^ ^v»> i&fjfliC^ 7y#JiH\ 

[0 0 6 3] 

ttUffH<lt 0 t/cii 1 T-&& 0 
[0 0 6 4] 

M^UfflUtt, #!xJ2\ «««LTV^& iV^C 1-8 T)V^Vy 

f!ix.«\ ^mvm^m* 1 ~ 4 iio*^-^--e& 19 > (i?o;t«\ l 

) ^^15, inffiKit #flxJi\ fj^f v>ft 

[0 0 6 5] 

ZtLTff^ U<ti> fflx.}^ -CO OR 1 l^liff^y^HW^o R 1 i: L 
tPL<!±, fUxii\ *fJS^ ifcttC 1 ~ 8 T;^^S*-C* "3 > J: U 0 4 L < 14, 
7X«m^-4^iiC 1 ~4 7^^t* 0, #WiL<(t 1?!)xJ4\ 7fc«M 

[0 0 6 6] 

(i) ^£^Mb^%<^ ^^ffitt^-^ (i -a) 

[0 0 6 7] 

[ft i 1 1 




[0 0 6 8 ] 

(I - B) 

[0 0 6 9 ] 
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[ft 1 2 ] 




[0 0 7 0] 

i5flL{, Wf L<li, (I -A) 

[0 0 7 1 ] 

( I - A) i±, 10 0 & O*: < > 5 0%*® 

XT, — feS: (I -A) ft-^^t *lT£x.V>*U* iV^ 0 ffc. (I 
-B) li, 1 0 0%M#^^<^^tt^^<. 50%£@x.T. (I-B) -fb^W** 

[0 0 7 2] 

(I -A- 1) 
[0 0 7 3] 



[ft 1 3 ] 
OH 




(l-A-1) 

COOH 



[0 0 7 4] 

(I — A — 2 ) 
[0 0 7 5] 
[ft 1 4 ] 



OH 




(l-A-2) 
CH 2 COOH 



ffiHE# 2004-3117311 



mm 2004-101378 



^-v! 18/ 



[0 0 7 6] 

-m& (i -a- 3) 



[0 0 7 7] 
[ftl5] 
OH 




(l-A-3) 



COOH 



[0 0 7 8] 

(I - A- 4) 
[0 0 7 9] 

[ft i 6 ] 

OH 




(l-A^l) 



CH 2 COOH 



[0 0 8 0] 

(I -A- 5) 
[0 0 8 1 ] 

m 1 7 ] 

OH 




(l-A-5) 



OCH 2 COOH 



[0 0 8 2] 

(5£4", i-^T<Dffi-i-i±tuiai:[WIC^i*^^ 
-jR* ( I - A - 6 ) 



miE# 2004-3117311 



mm 2004-101378 



\ 19/ 



[ 0 0 8 3 ] 

m 1 8 1 

OH 




(l-A-6) 



[0 0 8 4] 

(I -A- 7) 
[0 0 8 5] 

Mb i 9 ] 



(l-A-7) 




CH 2 COOH 



[0 0 8 6] 

— ^ ( i - a - 8 ) 

[0 0 8 7] 

m 2 o i 



(l-A-8) 




COOH 



[0 0 8 8] 

( I - A- 9) 
[0 0 8 9] 




(l-A-9) 



OCH 2 COOH 



[0 0 9 0] 



£BiE# 2004-3117311 
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^-v: 20/ 



— tfb* (I - a- 1 0) 
[0 0 9 1 ] 
Ut2 2] 



OH 




(l-A-10) 



[0 0 9 2] 

( I — A — 1 1) 
[0 0 9 3] 
Ut 2 3 ] 



OH 




(l-A-11) 



[0 0 9 4] 

— «sS: (I - A- 1 2) 
[0 0 9 5] 
lit 2 4 ] 



OH 




(l-A-12) 



[0 0 9 7] 

(i-A-1) ~ (I - A- 1 2) T^$frMb^t^*>. i 
LWb^ijfc Ltli, — (I-A-1 0-1) 

[0 0 9 8] 



ffifiE# 2004-3117311 
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Ut2 5] 
OH 




(l-A-10-1) 



OOH 

[0 0 9 9] 

( I -A- 10-2) 
[0 10 0] 
Ut2 6] 
OH 




(l-A-10-2) 



OOH 



[0101] 

— ( I - A - 1 0 - 3 ) 
[0102] 




(l-A-10-3) 



COOH 

[0 10 3] 

( I - A- 11-1) 
[0 10 4] 
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Mb 2 8] 



OH 




(l-A-11-1) 



[0105] 

-ASsS (I - A- 1 1-2) 
[0 10 6] 
Mb 2 9] 



OH 




(I-A-11-2) 



[0 10 7] 

-jRS: ( i - A - 1 1 - 3 ) 
[0 10 8] 
lit 3 0] 



OH 




(l-A-11-3) 



^COOH 

[0 10 9] 
[0 110] 

■^^(D^mKU Z L\s^k&®t LXit, $JxJi\ &T<D (1) ~ (3 5) <Dik^m 

DF7 7 ymt&gif h tl& o 
(1) 14- [ (2 R) - 2- [ (S) - (3, 5-7^ b 4 f;V7 i-JI/) 

ffifE# 2004-3117311 



mm 2004-101378 



^-v: 23/ 



(tFn^y) - 4- (3 -7;v;Tn-7 w 3^>) -7^;v] 7x~;W f£®U ( 

2) (4- I (2R) -4 - (3-^no7x^y) - 2- [ (S) - (3, 5—77- 
4 _^f- ; v7 j. - ;v) (tFo^y) ^ 7^-;M 7x^;V) RflU (3) 

4 _ ( X _ | ( 2 S) - 2- [ (S) - (3, 5->^ ^7x»;V) ( 

t Kn*~» p^;v] -5-7x-M>f;i'! - 1 H- 1?9 4 --f ;v) 
fi (4) (4- I (2S) -2 - [ (S) - (4-7W-3, 5-y^h^'>7x 
=.)]/) (tFn^y) - 5- 7i-;^>f;v| -7x-;v) (5) (3- 

| (2 S) - 2- [ (S) - (3, h^-4->Wi-)i') (t Fn^-> 

) -5-7x^Myf;H ^ y^^^y-;v- 5 ffiK, (6) 3- I 

1 - [ (2 S) - 2 - [ (S) - (3 , %-*J* Y**y- 4->Wi^) (fc Kn 

-5- (3-7Wd7x-jv) - i H-tTn-;v- 3 

} 7°n;r/E (7) |4 - [ (2 S) -2 - [ (S) - (3, 5-*J* >^v-4-^ 
f;V7x^;V) (tFD^y) - 5- (3-7JVtn7x-)l/) 7 x 

f£$L (8) |l-[(2S)-2-[(S)-(3, 5-yn#y-4->f 
jV7x-^) (tFn^y) ^f-;v] -5- (3-7JVin7x-;V) ^>-^;v] -1H 

- t°n-;v- 3 -4 M WW., (9) (1- i (2 S) -5- (3-^on7xx^) - 
2 _[(s)-(3, 5-'/'^ F^fy-4-^f;V7x^;v) (tFn^-» ^f;v] ^ 
y^f-M - 1 H-tfn-;i/- 3 --OV) S^m, (10) (4- I (2S) -5- (3-^ 
nn7x^) -2- [ (S) - (3, 5-V^h*i'-4->f^7x^) (fc Kn 
^v) ^^^] ^>f-;v| 7^x;v) f^m. (ID 4 - (4- I (2 S) - 2- [ (S 
)_ HK n^v(3, 4, 5-f'J^Ky7x^) ^fJl'] - 5-7xiMyf^ 
( 7x~;v) 7»?yWt, (12) (1- I (2S) - 2- [ (S) -tFn^fy (3, 4 

5 _ i; ^ > ^y 7i - ;v) -5-7x-M>f*| - 1 H-t'n-JV- 3 

--f;V) ^M, (1 3) 3- (1- I (2 S) -2- [ (S) - (3, 

4 _^ ^;i/-7 i - ;V) (tKnty) - 5 - > - 3 - 4 > -1H 
-\£ u-)V-3 --f;V) 7°n/Of, (14) (1- I (2S) -2- [ (S) -KFn 

(3, 4, 5-f , ^f J r->7x^jv) - 5 3 

- 1 H-tfn-;V-3 »Bk (15) (4— I (2S) — 2 - [ (S) — H K n 

(3, 4, 5 - h u > > +y7x^) - 5 3 ;v^>^->W 

7x^;V) (16) 3 - (1- I (2 S) -2 - [ (S) -tKn^ry (3, 4, 

5 _ j. i; ^ j. ^-^7 x - >W) - 5 - 7 x - )V^< > ^ M - 1 H - tf n - ;V - 3 - 

yn/N°>m. ( 1 7) 3 - (1 - j (2 S) - 2 - [ (S) -U'n^> (3, 4 
5 _|.ij>^i/7iij/) - 5 -f-s-s — 3 -^;v^>f-;v{ -1H-Hn 

L ;v _3_^;v) 7»o/-?>m. (18) (4- I (2S) -2 - [ (S) - (4-7n^ 
_ 3 5 _^^y 7l - ; v) (thW) -5-7x^;^>fM 7x 

-;V) S^Bft. (19) (1- I (2S) -2- [ (S) - (4-7*a^-3, h 
^v7xx^) (tFD^y) ^<f-;v] -5-7x^M7fJ>| -lH-t°n-;v-3 

- 4 ;v) (20) 1 1 - [ ( 2 S ) - 2- [ (S) - ( 4 - * n u - 3 , 5 - 
^->7x^;V) (HFn^fy) -5 - (3-7)Vt07xxjV) - 
lH-t°n-jV-3-^;H B«> (21) (1- I (2S) - 2- [ (S) - (4-7 
nn-3, 5 _^pt F^y7x-;v) (tKn^y) -5-7x-/K7fjH 
_ 1 H _tf n _;v_ 3 -xf ;v) ff=gfc N (22) (l-l(2S)-2-[(S)-(4- 
^nn-3, 5-y^Kv7x^;v) (n Fn^y) ^ ^;V] - 5 -f-^> - 3 ->f ;v 
i-yf-M -lH-H°n-;v-3->T;v) (23) 4- (1- 1 (2 S) - 2- [ 

( S ) - (3, 5 - V* y * v- 4 f;V7x-;v) (tFn^y) -5-7 
- 1 H- en-;v- 3 ->f ;V) - 4 V~f9 >Wt, (24) (IS 
, 2S) -1- (3, FJpy-4-^f;V7x-;V) - 5-7x^V-2- 1 [ 

3- (lH-fF77-;v-5-^^f^) — 1 H — t£ n — ;v — 1 — -f ;V] ^ 
>*>-l-*-;K (2 5) 2- (1- I (2S) - 2- [ (S) - (3, 5-3>* h 
4 _^f^7iz^) (kFo^i/) - 5 -7x-;v^^^-;v( -1H- 

ttiliE# 2004-3117311 



#IS 2004-101378 



^-y: 24/ 



tT9V-;v-4 ->f ;v) gcJMIfc, (2 6) (IS, 2S) -1- (4-^on-3, 5 
-y^Jfy7x-jl/) - 2- ] [3- (lH-fh77-JV-5-^Mf^) -1H 

- H°n-;v- i ;v] * <f-M -5-^^y-3-J )^s<y?y-i-jr-)i/, (27 

) (IS, 2S) -1- (4-^nn-3, 5-^h^7xiA/) -5- (3-7/1/ 
tn7x^jv) -2- I [3- (lH-r h7V'-;v-5-^;v^f JV) -lH-t'n- 
/v-l-^/V] ^/V| ^7* 1 -:t-/K (28) (1- j (2S) -2- [ (S 
) - (4-7^^-^-3, 5-^^y7xxjV) (tKn^fy) -5-7x 
- 1H- tfn-;v- 3 -A /V) (29) [4 - ( (2S) - 2- I 

(S) -tKD^fy [4- (t Fn^fy^f^) -3, 5-y^ F^y7x-;v] 
} - 5-7x^JM>fiV) I^m. (30) 3- (1 - j (2 S) - 2- [ ( 

S) - (3, 5 - V* h^>- 4 -^f^7i- (tFn^y) -5-^^ 
>- 2 ->f - 1 H-fcfn-;v- 3 -4 ;v) yn^v^ (3 1) (1- ] ( 

2 S) - 2- [ (S) - (3, 5-y^ f^y-4-^f;V7x-;V) (t Kn^y) ^ 
•^;v] - 5 -f-x-zs- 2 ;i^7^/v( - l H- tfn-;w- 3 -4 fr) Wftk-* (3 2) 
4- (1- I (2S) -2- [ (S) - (3, 5-'7^ h^r^-4-^f;V7x-;V) ( 
tFo^fy) - 5 3 -<< — 1 H — tf n — ;v — 3 — -f 

-4-t + V7^>K, (33) U- [ (2S, 3S) -2- (2, 3-^Kn-l 
H->f 7 7* 7- 2 -4Jl>* - 3- (3, 5-y^Rv-4-^f^7x-jV) - 

3-hFnJrv7°nt°;V] - 1 H - M 9 7*-;V- 4 - >f 7V| f£SL (3 4) 3- jl- [ 

(2 S, 3 S) - 2- (2, 3 - y t Fn - 1 H - f 7 - 2 - ^ ;^ f ;v) - 3- ( 
3, 5->M f^y-4-^f;V7x-;v) - 3 - Ko * = y y°u -lH-t?77* 
4 yn;^!, ^itf (3 5) 1 1 - [ (2 S, 3 S) - 2- (2, 3 - 

y b Fn- 1 H-^ 7f> - 2 - -3- (3, 5 — v ^ f^y7x-;7) - 

3-tFn^y7nK>] - 1 H - \£u 3 - -i M ffcgfco 
[0111] 

jksS; (i) ?)fl:#«^iu>, 

[0 112] 

— (I) "C^ $ K^mMit^-m it > #!lxJ2\ SlTi:^t7jfe^L<l±i*#l^ 
i-^ft* fcttifLfctelfcT**^ tfcfi-SfcKWfe (#!lx.«\ rComprehensive Organ i 
c Transformations : A Guide to Functional Group Preparations^ 2nd Edition (Richar 
d C. Larock, John Wiley & Sons Inc, 1999) J ifim^/jfe) &3tt3c&.-f & £ «t o 

T&J:v> 0 ^©i^^ttLttt, tfrKLfc— «5*; (I) ©It LtEf L/t^^ffiv> 
[0 113] 

— »s*; (I) -e^$^&<b^t/ii, —ass*; (2) 
[0 114] 
[ft 3 1] 




[0 115] 



ffifE# 2004-3117311 



#11 2004-101378 



^- v : 25/ 



[0 116] 

f;V7y^-^Af) £fflv*T, 0 ~ 1 0 0T3<^ft-C£OS£«- *)ft%t>ti2> 

o 

[0 117] 

— fl£5£ (i) * o^fc < t i> l o<7)ft7J 5 \ ^v^i/^ft, 7}cf£ft, 7 5 y ft£ iif- 

KKJS fctti" Tilt Sii: # & o 

[0 118] 

^^^f^-^Scoffilit LTte, ftflify -^ft, ^;vft, 7V;vft, t -7^f;v 
^ Hj^onxf^ ^>v;v (B n) ft, 7if y)Hf#flff>ti^o 
[0 119] 

7jtm^#M*t LTl±, ftfxif, ^fJVi, h'JfMf, ^^v^^ (MOM)^ 
^ n i-xf^i/if^ (EE)*, ^^^xfipy^fJV (MEM) ft, 2-rf7 
HKDl;7-;V (THP) ft, >'J>f^>'J^ (TMS) ft, b'jxWJ^ (TE 
S) ft, t _ 7 'f;vy7f;vv"j^ (TBDMS) ft, t-/W7i-^'J^ (T 
BDPS) ft, T-b-^JV (Ac) ft, tf/^n-f;vft, ^>vM^ (B n) * 

p _ pi ), yjH, 7'J^t^y*iV*-^ (Alloc) ft, 2, 2, 2 - h 

ij^nnx^y*;v#x;v (Troc) ft^#^f<b*i&o 
[0 12 0] 

T i; ;v^-^v'7j;v>K-;v (A 1 1 o c) ft, l l - (4 -if-7^-;v 

) j. h^i/7>;v^-;v (Bpoc) ft, h'J7^n7Wi, 9-7iVtVx;v^f 
3^>#;v^-;vft, (Bn) ft, p - ^ h * v;vft, ^>y>t^y^f 

;V (BOM) ft, 2- (HJ^WJ^) xh^y^f^ (SEM) ft^Wf«bti& 

[0121] 

;V (MOM) ft, 2-f h7tFnif7x;V (THP) ft, y7x-)V^f;Vi, 7-fe-f- 
;v (Ac) fttf^fibti&o 
[0 12 2] 

7j;v**^v;vft, TK^ft, 75 yft^7t{if-^-;vfto^Kft^ LTii, _tfEL£W 
K^^MjK^m^m^Um^^^B^^^^^^^^^ Protective G 

roups in Organic Synthesis (T. W. Greene, John Wiley & Sons Inc, 1999) fcgfllftS 

[0 12 3] 

(l) t;v# VinTK^I, 

( 2 ) Mi^T £ is £ JBL$kWLBU&. 

( 3 ) Sn7X«^» m.$mEU&, 

(4) vV^ftcoM^RjS, 

(5) ^I^I^fcMIEKs 

( 6 ) ^«^JR Sr ffl 7^m«»RJS#^ If <b tt S o 
[0 12 4] 

( 1 ) 7 ;v * U UDTK^S J: h WtMEJto ^> « *■ ^ (^ * y* - ;K rf7t 

fcBfiE# 2004-3117311 
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tib<DM& ! ®}*M^~C> 0-4 0 WSR^tr&frtL&o 
( 2 ) IMfettT T OJttfiMKRJCfc tt . W x. If, »M (^Dn^n, * n n * ;v A „ 

(HlbjcSS/Sfc®^) o~i o ot: -cfrfcfrft&o 

l, 4-^*^-9-^. v^)V*--T)i<m) ^ t;v3-;v^ ^ 

% (^>^f>, h;vx>f) % ^F>^ (r-bF^ 

^^Vo.^;^ h -ym , - f'JiH (7^rf-HJ^) . Fl (N, N-V-^f" 

m (^7y^A-Rl, Ayy^l, TfcSHb^ 9 ^ -7 A , m<bS^> y^-=-y^r^m 
) <D&fcT, 1&l£tM±mmTn&X&m%T*fcl**WtT>*-VA#&-F. 0-2 0 

o °c oast^T * t> ti a o 

(6) ^«#*Mv»SK««R{&WU «x.tf, Mi« (^ Dn ^^ N > 
^W^75K, f F9tKD79>, ftlfcif^ 1, 4-v^ 

* -g- y , * / - ;v^) , *4fel±-5-*te>0 iS-fr ^77 7°f£PI (TlcMfc bV^f 
;v*X, f'Jif;v->7 7, F7, ^;v*V>. y*xf;V7r/, ^n'Jy>f) > 
JfW (SfcBfc. 2 -j.f-TWs^vBmO is £tf/t izit^Wk& (2-^-^;v^ 

^tvafetF'J^A, 2 -^f-;V^^r-9-^^7J V ^ A^) (7)f4T, *7 7r/» ( 

iV*77r^777A (0) „ Z^frffctr* (h'j7x-m7-fV) ^7^9A (II 
) > ^7^fA (II) , ^fbFV* (hU7x-;V*X7 0) n-79A (I) *S0 
£fl§v»-t\ 0 - 4 0 T^Mffi-e^&frtL&o 
[0 12 5] 

tiz, ±%Z&9M~i>* Protective Groups in Organic Synthesis (T._W. Gree 

ne, John Wiley & Sons Inc, 1999) KiBJftS tL/t^&K J: o Bfcfi&KRt&fcfrfc 3 - 
1 75 2 T- § & o 
[0 12 6] 

[0 12 7] 

[0 12 8] 

(I) -ZTfiZfo&ik&mv*)*), Q*«-0-*fcli-CH2 -0- (fcfiU # 

*o*^i»D3&*lt'&-^a«>ofc-t*o ) ^^-tit^m, (i-D 

[0 12 9] 
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[ft 3 2] 
OH 




(1-1) 



M-Z 



[0 13 0] 

Q 1 li-0-ittt-CH2 -0- (£f£U ^afO^JwftD^tt'&'tS^^fc 

^/B£tLMb^rWi. — «5* (3) 
[0131] 
[ft 3 3] 

y 



(3) 



[0132] 

^ f^y^f;H, i-xh+yxf;H, 2-fh7kKDt'5-;Vi*) *^*> 

t?^$tL^>ft^fc-^ (4) 
[0133] 
[ft3 4] 



HO 




■M-Z 



(4) 



[0 13 4] 

-c-tj^ $ frL&ft^ft ;vftRjS i:#t> ^cv^"C*aafe©fiiBHfe^K«liR^ Kft L, 
[0 13 5] 

T7i;5&;V**>lyxf;V (DEAD) > 7 v*y * ;v^>iyM V 7°n 1, l' - 

(77*y*^*-^) y-^ijy7, 1, 1* -TV'tf* (N, N-^f;^;U7^ 
F) ^i^*^7^ >ft^t/ (f'J7i^^^7-f7, h'J7fW7-f;A h 

7)V3-;vMt o~6 0ttRlcJ?^i fcl'J; ) 0^t>fLh o 

[0 13 6] 

§ & o 
[0 13 7] 

(I) ^$tL*ft#«f©^ Q^Cl~87;^W>i, C2~8T;V^^ 

JBfE*l# 2004-3117311 



mm 2 0 0 4 - 1 0 1 3 7 8 



^-v : 28/ 



ls>&£ tzitC 2-8 T;l^~V>^£it*>U 

[0138] 
[ft 3 5] 
OH 




(1-2) 



M-Z 



[0 13 9] 

T^£tl<Mf^%(4. — (5) 
[0 14 0] 
[ft 3 6] 




K 




B 



(5) 



[0 14 1] 

ft-^% t (6) 
[0 14 2] 
[ft 3 7] 




M-Z 



(6) 



[0 14 3] 

$ K#3§ izm c r «K*^JK«KK(S £ fc J: «5 Jit * * ° 

[0 14 4] 

y T^J y^RStt^-C^ «9 > MxtfEi-ichi Negishi, J. Org. Chem., 42 (19 
77) 1821 Shouquan Ho, Organic Letters, 5 (2003) 423. Paul Rnochel, Tetrahedron 5 
4 (1998) 8275, Paul Knochel, Chem. Rev., 93 (1993) 2117 ^tCfB«0^fe^ 
&-r&Ztiz£l)ftt>ti2>o Mx5i\ (5) t^^M^i^WI (v^ 

;v*;i/AT5 h\ ^W-bh7U\ f>9KKni^9'A ^^ x ^^> T ^ 
^y~t?>£ L< h^iVifcli^tLe©^^) #M (#!)xi4\ IE 
#£T\ «^14ft3'J (MxJ4\ Mh^f^y^^^a 
! «Tt^{±#«T^-20°C^e> 8 0°C«-$^ 

ml M (^>yjf>7-bf>) vV^v>'^A (o) -^nn^;vA 

miiE# 2004-3117311 
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If* (7-b>-b'JJV) ^vW, *J9uu}£X (^>V-HJ;v) ^7^W, 
nn [l l '-tf* (y7x-^7^;) 7xn-b>] fclif > 9^r^ 

^7^>\ h'J^ (2-^f^7x-;v) *^7TA MJ* ^V^y 

1, l'-fcf* (y^xxH/;?^) 7xn^yj fcli h U - 2 -7'j;v^7^ 

fftT, (6) -ffrfrWfc- 1 0~ 1 5 0T^£O&£«- fcfc«fc ToftfrtiZ 

o 

[0 14 5] 

§ * o 

[0 14 6] 

— (I) T^£*LS>ffr£«Ma3 Q#Cl~8 7i^V>l, C2~8T;V^- 
l/ViJfc«C2~8 7^^-l^>i^U fD^iiHT-^^ttQ t|g^t^« 
mm.*Wtt>ir4k&W, 1r%t>*>, (1-3) 

[0 14 7] 
Kb 3 8] 
OH 




M-Z 



(1-3) 



[0 14 8] 

mM^mt)1ro ] 

T^StLMfc^tM^ — ^ (7) 
[0 14 9] 
Ht3 9] 



(7) 



[0 15 0] 

[55 *\ X 7 liftJt* (fl«St«> ^nfyJI^ ^ * ^^^^-^/*^->36 (OMs 
gg) % p-fjvxy^^xjvtJfyi (OTsS) , Hj7JVtn^^JV*xjH 
(OTfi) #£«-T£o ) fc^fcU 4&olB-^i±Ritil5tIW]D«^«^1-o ] 

[0151] 
[ft 4 0] 




M-Z 



(8) 



[0 15 2] 
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[0 15 3] 

ctrr/ (N, N, N' , N", N"-^>^f^y^l^>HJTr/, N, N, N' 

[0 15 4] ^ 
[0 15 5] 

— (i) -c^^tLS^Jtood z^f f7yj;vM^tM> 

, — JftsS ( I - 4 ) 
[0 15 6] 
[ft 4 1] 




[0 15 7] 

•e^$tL^.^#i±, -«s£ (9) 

[0 15 8] 
[ft 4 2] 




(9) 

M— CN 



[0 15 9] 

fc jc J: t) Si^-f & - t i * o 
[0 16 0] 

. N, N-^WM7 5 7 s - h^fc Kn79>, 1, 4 -i^^y. ^V7"n 

, as»j m tl imimm, mft u ^ * a „ mft r > * ~ -7 a , s^m, 

ffl|E# 2004-3117311 
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[0161] 

WI&JSOR-tfcliW**: Ulv^-M (2) ~ (9) ^ztiz^mit, 
■ftftlT?**^ abav^i&fllO^ft, TComprehensive Organic Transformation 

s ' A Guide to Functional Group Preparations^ 2nd Edition (Richard C. Larock, Joh 
n Wiley & Sons Inc, 1999) J fcfBttS tLtt&t fctiflWJK* Lfc#ft*rJ3v>& C fc 

[0 16 2] 
' [0 16 3] 

[0164] 

jet y% 4 m^riisVAtM^ttmBLfc? u ^ > f ^ 

[0 16 5] 

[0 16 6] 

[#14] 

JB i~ £ 46 * £ £ 4: $ tL/io 

[0 16 7] 

[0 16 8] 

s%^) > is, mmmm, ^mm^^mhtix^&o r»<o^iis#^i±, jump* 

/<?-^>V>#i. J3iM», ^m$Mfo&, v*?4-Y\s-if- (Shy-Drager) * 
[0 16 9] 

Ait*, mmnm, j&mm, $mm. wmwrnrnm., m&mm. mum. ^M%m, 

2004-3117311 
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m&vm. wmm, &mm, mm, m%m, ?w> mmm% zwrnir hti 

ho tit, ioSifei^f L P AS^MSKail^^oTWHW^tL* h#£^tL^»o 

[0 17 0] 

iimi&^lit LTt±, 1?!lxJ£\ If4if»^#4^1 (tfJx-Jf. MM 

^"L'S o 

[0171] 

« -Mtt^lt LTte. #1J x. ii\ (#!)xfi\ IgAfi^if) > *<affii 

[0 17 2] 

^fta^^HtHi^SHtLtlt flilf, ->^-^V> (Sjogren) 
[0173] 

IMiilfctTa, fllAtf. IHSi, K«fcJfiU JK*Sv>{±^WMK#*if^^e> 
[0 17 4] 

[0 17 5] 

it, 

2) KMHOiii • B^5jfc#. 
& J: OVf fctt 

3) &ft^l&<agilffcfflo3£M 

[0176] 

— ^ (I) T^$tt<l,2|c^^%t#O^J^OTSiJ{i, 1ocd®^iJ^^M^* 

n&o *tz, mmmzzz&^it, (i) x-mzM^mk&mzftK&^-v, 

o 

[0 17 7] 
[0 17 8] 

[0 17 9] 

ffifiE# 2004-3117311 
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[0 18 0] 

> it mw, *m b * -< > mfh, -/n * 9 >r j y v ^t^ar/ 

[0181] 

a 1 S##MH> 5 a — 'J W *? --tflMH^Wb o 

* x xi/ * tz it mmm^n^ * v/ * tz nmrnvtz ® omomm tLxa 

mWIt. EPAI^K — MTP (Microsomal Triglyceride Transfer Pro 

tein) k#*> PPART^^M^ ^(D^ftM 3 V* x n - ;V^£#^f *L* c 
[0 18 3] 

^mn^m^xxf/^tzitmm^tz^^comnt^xit, ^rn^ k^^^e* 
mm, fttftii, t«pi«*. TNF«ia« (stnf a^oiei^J^^ 

£f) -ru7>9 7Jy v ^tfMfc I L - 6 (SEIL-6 S##^#^<7> 

[0 18 4] 

fc(i^»m^ffi^^^Vt^tiii^<7)/ci60#co»Jt LT{i. «xlf, *7-n 

--tf is**, NF-«B4^f3^ mm, ay+t;* f- 2 $##»M#?Wf£> 

[0 18 5] 

HOLPAS^WJtLTIi, ^f;V3- ( 14 - [4 - ( I [1- 

xf^i/] 7^) -3-^f^-5-^V^tyjJV] ^> v 

[0 18 6] 

« lliliL-Cii, Iif7y^», tf7Yv*v>, ilM^AXnv 
y, ^>JHK^t7y>, I|7°7 7y>, ^f>K?5>, t7Mfi?;K tf7^7 
V~v>-. vn Fv>> A I 0- 8 5 0 7 L#d«Plf 5> tt*o 

10 1 8 7] A . . 

gL3'J>IfcfC(i, Itt^rv7fx>, jWb-^^^a-^ fi»7Dt^ 

SfjVfnyy, M>n7>t'9A, Z-338, UK - 1 12166-04, KRP- 
19 7. Wy^i-^y, YM- 9 0 b^tf&lfbfL&a 

[0 18 8] ^ 
5 a -vr??-*£m^mtVXlt, 7^t^r'J F\ GI- 9 9 8 7 4 5# 

Bum 2004-3117311 



#11 2004-101378 



^-v: 34/ 



[0 18 9] 
[0 19 0] 

^^7 7>f) . - hnV^7VTlf2»# (&Bfe-A*?-^ , 

^n^v^K TiT7-fl', j--j-7^j, #/we7-;k F i ry7 ;v V v > v^^tf 

9tr^y^tf->>, ffiBftK^v^tfV^, »^7;v^y>'> **HA/<r; 7, 9^y, 
t°7;v^yy, ^ctf;nfv>, -ff;vtfy>, ^n^yVA3, V * >f ~> SA Sife 
tA^nv-fyyf) , ft#|47^*n^ F (iS7"/77Xf> 1 iilfy^nf> 

-nnf^-^y-^-^K ^xyf^^^y7x>, 'j>t^f^fM7fn-;v 
„ I^m^ Ko^yT'n^fnyf) , &5&§§Kfc:I& (uy^i-y, tA>A^-;K * i'* 
?-:a ->y7^rA ^-^ta ^^-7inyf) , -f-wftfc (L-T*^^ 
--tf" »n*;w^>, If 5 h^ty >ny, vx77f>, *jv*77f>f) 

[0191] 

S&^^Otf *>^^ *V>n * V>\ y7JV7°VFt-f^ "/fV 

— F> tW7JV3)Vfny, /vi/W-FA T 3 *^ * 9W> 7°u\£ 

* >^f^t ^ 9 V*>\ WWtr**}-* 9 V">\ We&tT**}-* 9 S»t Kna 

y >% g^tFnajvfv^y, ii^otftyft Fnnjvf y'y, 7 *nif!}->»7 , 7 , o 
KA tfSSPK7 , l/K- < /n , A 7Wy/'nv7-i:F-F, 7°° tf * n * * 

*S>\ F V TA y; n>r-fe F - K, tf ;i;vf7 ;Vp< * V*>A 7nt"t>i7^7n^ 
V>\ ffiWL9w<9v*y, 7VF-v*n>, 7"nift>l^n^^A 7;>Fn^y 

[0 19 2] 

I*IJM. Mi^ttlt ftfa^f^A tFnnjvf^A ij>SU 5 n3)Vf7 
^tFVvA> Foajvf 7>t HJ S|7iVFn3;Vf 7>F 

-y n > N teWi-fls K^'/n >\ n^gfcyv F- N /n>f- h'j7A, /fMW7°l/ F 
i>/n'A 'J>f7"vF-/nytHJ7A, ft^n7"l/K , A ^fjv 7 i/F-/nv 
> St^fJl/^l/K-'/D'A a ^ ^ f ^ f ;k 7° y F - 7 n y t f ' J 7 A , F U T A -> y" 
uy Sib'JTAWnA bi;rAWn>7*b-b\ W^t'/A ftf^ 

[0 19 3] 

F 7;i/xyy F% F'J7AyA^A ST-12 6P, i/9W=-V, 9 V* 

A ; n5fi^-K ^*7'/75>*m-b, 75^fn^^**- K 777 
Hf 3 -K ^f;v7l/F-7*ny7l/7^^-F, y= ;v "7° V F-Vnyt F 7 J 7^79 

[0194] 

ij 7v;i/i7tJ^rO-)K ^yt*ltWrn- 
/K StA;7nrF/-K iit;Vy7"Vt'J it^n;v7Vt'J>, 

ffi«E#2 004-3117311 
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^ n _ ;K jg^ij j. KU>, ^>7^n-;K i»^7F'J> 
AR-C 6 8 3 9 7, V p^Hj- ;V -7' ^ - ;!/ . R, R - 7 * /U^r n - ;V. KUR-12 
4 6. KUL- 7 2 11, AR-C 8 9 8 5 5 , S- 1 3 1 9^W htt&o 
[0 19 5] 

h . -9*7 -i ;WV # * K *5I<D^h, MCC- 8 4 7, K C A - 7 5 7 . CS-6 1 
5^ YM- 15 8. L - 7 4 0 5 1 5. CP-195494. LM- 1 4 8 4. RS-6 
35. A- 93178. S- 3 6 4 9 6. B I I L- 2 8 4 . ONO-405 7 m*mf 

[0 19 61 
[0 19 7] 

K5 h n;ry*JV>")A 7.Mfa%, KT- 2 - 9 6 2*^f f>ii5o 
[0 19 8] 

A. TVV^y^X, VtTVT-^K ^f/yyXf, W7^K ^^^X^'J 
[0 19 9] 

v>, f^n^-77, iitn;^y>, TAK- 4 27. ZCR- 2060. NIP 
- 5 3 0, t^r/>7nx-f > 5v'77;fy, B P- 2 9 4, 7 V K 

[0 2 0 0] 

, y;U7^'J7, V 7o 7 >f V ^ H*> ° 

[0201] . 

(UK - 1 1 2 1 6 6) m^Wbtl&o 

1 0 2 0 2 1 . _ s **, 

[0 2 0 3] 
[0 2 0 4] 

PG^fcttli, PGE« (EP1. EP2. EP3, EP4) , PGD«# 
# (DP. CRTH2) . PGF» (FP) . PGI» (IP). TX» ( 

tp) m^mfhM 0 

[ 0 2 0 5] 

^*yx^f7-€PfifitLT!±, «x.tf, PDE4BfSlT*Sn'j7 , 7A 1 '> 
o57Xl> (iSfn^TU 70) . Bayl9-8004. NIK-616. D7;V?77 
h (BY- 2 1 7) . y;U7^'J V (BRL-61063) . 7fV*7A (CP- 8 0 
633) . SCH-351591. YM- 976. V - 1 1 2 9 4 A, PD-16878 

miE# 2004-3117311 
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7, D-4396. IC-485 mW^fhtlZ o 
10 2 0 6] 

:E.?**~1flfl#*fc LTIJ, ONO-5046. ONO-6818, MR- 8 8 9 , 
PB I - 1 1 0 1 > EPI-HNE-4, R-665, ZD-0892, ZD-832 1 
, GW-3 11616, AE-376 Zm^mfhtiZo 
[0 2 0 7] 

[0 2 0 8] 

HMG-C o AMtuS^SIS*^ LTli, v>^X?^>, y°y^y,? 
7;W^*^>\ 7hn;U^v, ^^;^^f>, n XAX * f- >7& s ^tf ^ *L 

-5 o 

[0 2 0 9] 

fy~ y&mmt 7x;7^7-f, ^j;7^77-k 

[0 2 10] 

■/n y n - ;v«J fcLtli, 7"n7a- ^^tf ^> *l4 o 
[0211] 

[0 2 12] 

[0 2 13] 

tf'j^ 7^ tf y > • Tfr< M2-g\ S>7JU— •fl-ZK -f^K^^->>, 7,y°uy 

„ Vtuy ^ >tHJ7A, ^'J/'JJV, 7x>77x>, 

^v>, 7>7xt^tHJ7A, ^7x777, x> K7^> >f 77n7x>, W 77 
n7x>f37-;K T^^n^r-fr^, 7WHf7D7x^ 7;v;vHVn7x>7^r^f 
;K ^-f7D7xy, 7x;7o7xVA^7A, f77n7x>, ttt^J^, 
7777n7x>, u^vy'uy Y V y 7^?77o7x>, f>f7n7x 

> N ^7xtAf7i^-7A, f;V7xtAf, 7H^7xX>, 

b7x^;v7^V>> $-3rZ/y x.y79*/y^ fo^y^A, f7^v*A, r>t°ndf- 

~>*A % ^^XfcW. xe>j7'-iK Stf77? h\ »7'J'7^ ^^7 7 

7>\ */n£W, t'J KV, *f7G, T5t°n-N, v;v^>. tfuv 

Ml*. 7-tf7U7xy > y^i-^t^->, ^yJVSy^Ff7v^ h V KIE 

[0214] 

„ V >=*Bfc?- b V ^-7/ 7 4 T? 9 U y b, D-^77 5 >$gr!U 

n^yf'Jybrt b'J7A, 7y7 5>, E Kn4r->^nn^>, t9^A'77if , J 

[0 2 15] 

ftiE# 2004-3117311 
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[0 2 16] . , 

tf5V'A 4-757*'Jf;vE JTE- 5 2 2 , *-7^7-f>> 

v>\ ^^7'n7x> 1 D;vy^y*A, ndrV7'n7xA ^n^v^A, -***yy°u 

lfyndp-tv % tfn^->#A. en*i/*A^-?f y^, 
A vvtpt - K b ntT W y t>h7'n7x>, 7V77°n7 

[0 2 17] 
[0 2 18] 
[0 2 19] 

[0 2 2 0] 

-fl&* (I) -e^^n^^HH^b^tJ, f £te-ft* (i) x^^ft^^mit^t 

[0 2 2 1 ] 

^m. &#7m mmramKii on&£^\ a# 

19 % 0. 01mg*»e>1 0 0 0mg, JfiKliO. lmg 

k 5 0 0mg, $?,rtfiL(l±0. lmg^^ 3 0 OmgOtEH-e-H-HI^^mill 
^P^^^^^A t tziiJ&A— Amfc*), — 0. 01mg*5)5O0mg, 

$?3L<J20. lmgHlOOmg, §C>i:|fiL<liO. 1 m g frb 5 0 m g <D%m 

[0222] 

[0 2 2 3 ] 

— ft* (I) ^StLS**^^*^ £fcl±— ft* (I) 
[0 2 2 4] 
[0 2 2 5] 

tfzmmm w^h-zK ^3-^, ft^^^n-^, -rv-fy^ 

jg^^ t Fn ^v7°n tf;v-b;vn-7>. t Kn ^ v7°n ^;v-fe;vn -X 7 7 v 

-Mf) -etIlTV>TU^U £fc2l:i±<7)HT«f LTV^-C*> 1V> 0 Sfcfc-tf^?- 
I 0 2 2 6 1 

2004-3117311 
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[0 2 2 7] 

$ma^(Dtznt)(D^mMo^m^i±, win ifcW^K ^j&u ^v-a&l 

[0 2 2 8 ] 

l^i/Vf) , #Wfe#J i^yxfV>7;^^x-riV'J vSi^r^*) , » 

f 7;V3-;V 7f7')^7i^-)K 7V W3-^) > v 

Vnvvft (y^f;v*°'Jyn^t>f) , R4b7R« -b 'J fi^tr/, » 

15;TA »||^5 7>f^) , ^^-iH (if i/y^i;n-;K 

Itil'&ltfflV^jLio Sfcfc, fi^RU ^TE^k gL«ft5W, *WJ#*# 

[02 2 9 ] 

T;1/n _ ;V |fe) ^ rfrfoffl (*^y^f ;v-fe;vn-^, tKn^fi'xfH^n-^ 
t Fo^y/nt'j^jvn-x, xf ;v-b;vn-^f ) „ ^fnSU (h'Jx^y-;v75 
V, y^77 , n^7-JV75>f) , #TOtfc&J (^^f7'J 7^'Jxf 3 

[ 0 2 3 0] 

»7iV3-;v, £Hb*C3&£U #^r;v3-;v (-/n if vv^j 1, 
7ij3-^) „ ^^t;vxt-;v (2 -^^v^f-'^y -;v, -t^y-zi^O , $UtM ( 
^.jt^yxfV77JV^f^x-f;vi, Btim^^®^) > tK> fWWJ^ 

[0 2 3 1 ] 

a^a^tt^** v ^ 4 * J * i ttffl$tLrv^4tf?**e>aidrtLSo Mx.if> ±i^j (#ur 

^ ij jvf , #1; e-;vt°m; K> N 75^7^, f7 7"7, ^ ^f-;Hr;vn- 

> lii ^'Hta 7*011 3-;v#) , (^^-v m 

ffilE# 2004-3117311 
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[ 0 2 3 2 ] 
[0 2 3 3 ] 
[0 2 3 4] 

-Wxtf^SiRHfr* 2,868,691 ■*i3J:O f H#3,095.355 L < ^tv> 

[0 2 3 5] 

a^ll7K> Wfcfliu ynE^y^'Jn-iK ^yxf u>7'J3-jk .x ^ y - ;v<7) i 9 

„ 7^^?^>^ *"'JvM-f8 0 (tiiti) 30 > 

c is v^tii 1 1. i: j: o t it, ii?«o titmnomj&M. wz.&n 
mmshzmML-. ^(D^mm^mm^tizimm^m^mm^tizimommKmm 

[0 2 3 6] 

gfM^f5t^<3fca<&jftfc^Ktt, £ii?iu smslsm, *l»hj&be«u mmmrn* 

[0 2 3 7] 

MxJ4\ ^SAig7X, *©<fe«>:fc«:«F&I* ^(iftitffl^ttffl^ij (Mx.if, 

[0 2 3 8 ] 

ffittE# 2004-3117311 
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[0 2 3 9] 
[0 2 4 0] 

jtt«-fk#j 0; vsftt- sit > v *a^o , mmitM mit± i- v a 

[0 2 4 1 ] 

, IWMIIJ^ Jf^^gCE CtMM t TPS? ti^ o 

[0 2 4 2 ] 
[0 2 4 3 ] 

[0 2 4 4] 

[0 2 4 5 ] 

[0 2 4 6] 

i^iLt-iK (i) t7t«-^ (i) x-^^fi^mM 

[0 2 4 7] 

* ti$>±±.W^ Ufffltscfc a**? £ & o IBJffiBfe^ * t- i tt * o tt 

[0 2 4 8 ] 

&5&mfc$im-£ti& dtL^o^rt^ftt^^-T-fi^^^^iJil^ 2 , 0 0 0 ft 
v*l&j8oo, ooooiwsfiK^ i u» * l< am 5, 0 0 0^vaft2 0 0, 

0 0 0t*4. 01x.f^ *UfLBfcC*V>T. ^©lI¥WIt±l5]5, 0 0 0 1 

oo, ooo«io#jf4u»„ setjfiKttfte, 000*^50, ooot* 

ffilE# 2004-3117311 
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£*5v»tw:, tmimtw ^-)vmt(Dm.]&iki±®) i o o/o*&*j5 0/5 0 (w/w 

) t&*$?£ L < , #1:^9 0/1 0^5)5 0/5 0 (W/W) i«jfJ LV^ Q ftjfe- 7" V 3 ~ * 
WL&M&WvnmspHHttAliftj 5, 0 0 0^^ 1 0 0, 000 LV> 0 $ e fcSP 

tL<l±miO, 0 0 0^^ 8 0, 0 0 0^ioltS-^'J3-iH*i^ilt S# 

[ 0 2 4 9 ] 

^TO*^ M 3 ?^^*^ W-5x->3>^n-7^>7^- (GPC) 

-eaise l # u * v y^M-^^A * 0 

[0 2 5 0] , x 

•c^ $ & ^ipjh o iiffitt© s& 5 . a i& 1 1- & *®mffi &~ £ o •« x. & ^ t # s 

t?§ > ^x.lfglMffitt»Sl^ttl5i0.24^L 1 0, OOOf (tiJfe) <75*^ffl 
v>£>*U fff L< 14V>L1, OOOf (lift) > L< tt» 1 &v>L 1 

[0 2 5 1 ] 
[0 2 5 2 ] 

^«ffl*+^fflv^^«J±, I UP AC<oMMi~mttt&* fcti-HRWfc I UP AC 
<nm<0&&*^%^&^y¥*-?lkZtltz*s7.TJ*, ACD/Name™ 
v a >6. 00. Advanced Chemistry Development Inc 
. ttti) ^^o'V^Ttfo/sTo Mill 
[0 2 5 3 ] 
[<b4 3] 



OH 




[0 2 5 4 ] 

^SftSft^Wtt. (4- | (2 S) - 2- [ (S) - (3, 5-y^^rv-4-^ 
[0 2 5 5] 

y\±^ LPA$$# (#^, EDG-2) \Z.SffiL"tZ><0^ iiifel> 
<7) =$■ ft 33 X X// £ tz t± K^mxJb&o 
[0 2 5 6 ] 

[0 2 5 7] 

L/:itBiisi fzitmmwmz^, w&&ft&&*&*>-f 0 NMR©«gt«i ufci# 

$Ui> #|BLfcv>|RiK (CDCls) «rfflv^ 0 

ttifiE# 2004-3117311 



mm 2004-101378 



^-v: 42/ 



7 



[0 2 5 8 1 
[0 2 5 9 ] 

2-14- [5-7^-;v-2- (3, "4, 5 - h U * b^^wOv) ^>-^;v] 

n9^K*N Fn^yTr/ • ilifi^S^?^ N, 3, 4, 5 -7~ 

r**sVA?UV VbEJBZit, 5-7x^-1- (3, 4, 5->^>*V7x- 
;v) 1 #kt^b^-«N, N, N\ N", N"-^*^ 

^xfv>b';7 5^©IFftT, ■jf?AyMy7 s nn>7r/t>tf;v 2- [4- 

(yn^^fJV) 7x/*y] ^^'/x- h fcRjiS*-*, 2- |4- [5-7i 

- ;v _2- (3, 4, 5 - h 'J * yaf-is'O W;v) ^v^/x- 

©»tti * ^r-r & & # tz o 

tlc : R f 0.43 (~j?uu* *? y \ * $ y-;v= 9:1) ; 

1 HNMR I S 8.19 (dd, 1H) , 7.45 (m, 1H) , 7.30-7.08 (m, 
5 (d, 2H), 6.63 (d, 1H), 3.90 (s, 3H) , 3.85 (s, 6H) , 3.65 
, 2.83 (dd, 1H), 2.60 (t, 2H) , 1.98-1.45 (m, 4H) 0 
[0 2 6 0] 

mmm 2 

2 _ ( 4 _ |2- [tKni|r"> (3, 4, 5-b'J^ 3 r->7x^;V) ^ 

[0 2 6 1 ] 
Mb 4 4] 



8H), 7.04 (s, 2H), 6.9 
(m, 1H), 3.07 (dd, 1H) 



-5-7 



OH 



CH 



CH 3 Q 




COOH 



[0 2 6 2] 

mmilXMMVtz^m (lOOmg) «fFnFn77> (4ml) t J 9 7 ~ K 
(4ml) U&iWi^mik* vmi- V V u A (100m g) *SPx.^ 0 RJiBfi^**^* 

^y'J*W7A;nvf^77^- (-77nn^7:^/-^3 0 : 1 — 2 0 
: 1) HiotllU &T<D®&fcZ*CtZM&ft&® (34m g) fcWfco 

tlc : R f 0.46 (-^nn^ ^> : ^ 9 9:i) ; 

1 HNMR : 8 8.23 (dd, 1H) , 7.46 (ddd, 1H) , 7.30-6.98 (m, 10H), 6.79 (d, 1H) , 
6.56-6.48 (m, 2H) , 4.58 (m, 1H), 3.88-3.80 (m, 9H), 2.92-2.45 (m, 4H), 2.02 (m, 
1H), 1.82-1.30 (m, 4H)o 
[0 2 6 3 ] 

ttlSE# 2004-3117311 
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(1) ~2 (7) 

ffi^i-a^'J-^-^TO, ffia-T^^b^^v^if^* 

[0 2 6 4] 

«$)2 (1) 

2_(4_)2-[(3, 5-'^h*'>-4->f^7x-^) (tFn^fv) ^f* 
T L C : R f 0.48 (y^nn^r^:^;-^9 : l) ; 

1 HNMR : S 8.23 (dd, 1H), 7.45 (dd, 1H), 7.30-7.04 (m, 8H), 7.00 (d, 2H), 6. 
77 (m, 1H), 6.52-6.44 (m, 2H) . 4.60 (m, 1H) , 3.82-3.78 (m, 6H) , 2.95-2.45 (m, 4H 
). 2.10-1.98 (m, 4H). 1.80-1.30 (m, 4H) G 
[0 2 6 5] 

mmm2 (2) 

3 - {2- [fcFn^ry (3, 4, 5 - 1 V ^ h * */7 ^=-)V) y^;V] -5-7i^V 

tlc : Rf 0.28 (y7on^r/:^^-^9: i) ; 

1 HNMR : 8 7.98-7.88 (m, 2H) , 7.40-7.02 (m, 7H) , 6.58-6.46 (m, 2H) , 4.62-4.5 

4 (m, 1H), 3.88-3.78 (m, 9H) , 2.95-2.44 (m, 4H) , 2.05 (m, 1H) . 1.80-1.15 (m, 4H) 

O 

[0 2 6 6] 

mmm2 (3) 

2 _ ( 4 _ |2- [ (3, 5-^h^>-4-^Wx^) (EFn^ry) ^fJV 
tlc : Rf 0.55 (^nn^ ^ > : y * y -;v= 9:1) ; 

1 HNMR : 8 8.11 (d, 1H), 7.28-6.96 (m, 10H) , 6.58 (s, 1H) , 6.52-6.45 (m, 2H) 
, 4.60 (m, 1H), 3.83-3.78 (m, 6H) , 2.92-2.45 (m, 4H) , 2.28 (s, 3H), 2.12-2.06 (m 
, 3H), 2.04 (m. 1H) , 1.82-1.42 (m, 4H) Q 
[0 2 6 7] 

*1«2 (4) 

(4 _ |2- [(3, 5-y^f^v-4-^f^7x^;v) (tFo^y) - 
4 -7x-jV7*f;H 7x^;v) f^M 
T L c : R f 0.32 (y;nn^ * > : ^ * y -;v= 9:1) ; 

1 HNMR : 8 7.35-6.92 (m, 9H) , 6.50-6.42 (m, 2H) , 4.64 (m, 1H), 3.81-3.75 (m, 
6H), 3.63 (s, 2H), 2.92-2.44 (m, 4H) , 2.08-2.04 (m, 3H) , 2.03-1.35 (m, 3H) o 
[0 2 6 8] 

mnW2 (5) 

(4- |2- [(3, bdr->-4-^f;V7x-;v) (fcKn*y) * - 

6-7x-;VA^-y;v| -7^-;v) 

TLC : Rf 0.31 (y^nn^r^:^!? y -;v= 9:1) ; 

1 HNMR : 8 7.32-7.05 (a. 9H) . 6.52-6.42 (a, 2H) , 4.60 (m, 1H), 3.82-3.78 (m, 
6H), 3.62 (s, 2H), 2.82-2.42 (m, 4H) , 2.10-2.02 (m, 3H) , 2.02-1.20 (m, 7H) 0 
[0 2 6 9] 

*^ fl2 (6) x / ^ * , x , ^ , n 

(4- |2- [(3, 5-yVb^'>-4->f^7x^V) (tKn^y) y ^;VJ - 

tlc : Rf 0.67 : y ^y-;v=9 : l) ; 

1 HNMR : a 7.19 (d. 2H), 7.11 (d, 2H) , 6.51-6.45 (m, 2H) , 4.60 (m, 2H) , 4.00- 
3.50 (a, 10H). 3.40-3.20 (m, 2H), 2.90-2.40 (m, 2H), 2.20-1.90 (m, 4H), 1.50-1.0 
0 (m, 11H) 0 
[0 2 7 0] 

mWfc 2004-3117311 



mm 2 0 0 4 - 1 0 1 3 7 8 ^- v : 44/ 



mMM2 (7) v 
j 4 _ [ 2 -^>v;V-3- (3, 5-^h^>-4-^Wx-^) - 

T L C : R f 0.46 (^nn^iVA : p< * / -;v= 9:1); 

1 HNMR : § 2.06 (s, 3 H) 2.44 (m, 2 H) 2.69 (m, 3 H) 3.58 (m, 2 H) 3.72 (s, 
1 H) 3.79 (s, 6 H) 4.61 (d, 1 H) 6.45 (s, 2 H) 7.15 (m, 9 H)o 
[0 2 7 1 ] 

t ( 4 _j2-[(3, h#~>-4 -^^;V7^-;v) (tKn^y) > 

-5-7x-^>fA'l ^^-^V) T-tr-r-1 

tzWt? D7^f K&N, O — y> f-;vt: Ko ^rv7 5 > • ll@£^fcRJ££*. N, 3 , 5- 

f;V7^^y7A^n'J K^)£$^ 1- (3, 5-'^ h^r'>-4-> Wx-^ 
) _ 5- 7i -^r/- 1 -*>£#*io #<b*L7^b£«N, N, N ' , N", N" 
-^ y $ ^f^;xfi/>- > V 75 >©#ftT, 'Jf7AvM V7 p n n°;V7 5 >fc^^;v 
[4- (yn^^fA') 7x^JV] 7*f-USt&?^ U- [2- (3 




tlc : Rf 0.40 (A^t> :Sfxf;v=i : i) ; 

1 HNMR '. 8 7.32-7.02 (m. 9H) , 6.50 (s, 1/2H) , 6.44 (s, 3/2H) , 4.60 (m, 1H) , 
3.81 (s, 3/2H), 3.78 (s, 9/2H), 3.69 (s, 3H) , 3.60 (s, 2H) , 2.90-2.42 (m, 4H) , 2 
.07 (s, 3H), 2.02 (m, 1H), 1.75-1.05 (m, 4H) Q 
[0 2 7 2 ] 
»J4 (1) -4 (4) 

«Ii 3 tSlL/:M*J^T©H P L C*#i:iotSSU 

-7- (W4 (i) fc^jfeflU (2) <Dm&0s) hry^-v 

4 (3) fc*Jfe«4 (4) <om&®>) 
HPLC«ft 

# 9 A : JEffi^ Si0 2 * 9 AYMC-Pack SIL (250x30 mm) ; 
i#tB*#$t : ^**ry :r>7tFn77>=85 : 15 ; 

sftalil '. 25 ml/min ; 

fiH$i$NI : 37.03 min (-»-77^fWH , 39.56 min (7>f"-v' 

-) o 

[0 2 7 3] 

±K^iaott#^Wr»-^7^TVt-7-t7>f-v7XrV^v-^^ 
HPLCMift 

* 9 A : Mffi^CHIRALCEL OJ-H (2 cm 0x25 cm) ; 

sfcjS : 9. 5 ml/min ; . 
«#R#W : 27.50 min [**&*» 4 (l) ] , 24.73 min [**« 4 (2) ] , 40.56 mm [ 
HJfefll 4 ( 3 ) ] , 48. 83 min 4 ( 4 ) ] 

*»J4 (1) 

(4-|(2S)-2-[(S)-(3, 5-v^ >^r->-4-^f;V7xx;v 
) (tFo^v) -5-7xx;K>f;l/| 7i-JV) T-lrx- 1 

[0 2 7 4] 
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Mb 4 5] 



OH 




COOCH 3 



[0 2 7 5] 

TLC:Rf 0.40 (Adft>:S»if;v=i : l) ; 

1 HNMR '. 8 7.27-7.02 (a, 9H) , 6.50 (s, 2H) , 4.59 (m, 1H) , 3.81 (s, 6H) , 3.70 
(s, 3H), 3.60 (s, 2H), 2.82 (dd, 1H), 2.61 (dd, 1H) , 2.45 (t, 2H), 2.09 (s, 3H) 
, 2.02 (m, 1H), 1.68-1.10 (m, 4H) G 
[ 0 2 7 6 ] 

mMW4: (2) 

(4-|(2R)-2-[(R)-(3, 1 * ~>- 4 f^7x-;V 

[0 2 7 7] 
Mb 4 6] 

OH 




COOCH 3 

[0 2 7 8] 

TLC, 1 HNMRf-^t^IW4 (1) fcRlfll'C*ofco 
[ 0 2 7 9 ] 
|Hi&#!l4 (3) 

(4- | (2R) - 2- [ (S) - (3, 5 - v * 1 * *S - 4 - * ^ 7 * - * 
) (HFo^rv) -5-7x^K>fJV| -7i~;V) T"b7--b 

[0 2 8 0 ] 
Mb 4 7] 



OH 




[0 2 8 1 ] 

TLC:Rf 0.40 (A3rt>:ifxfjV=l : 1) ; 

1 HNMR '. 8 7.25-7.04 (m, 9H), 6.44 (s, 2H), 4.59 (m, 1H) , 3.78 (s, 6H) , 3.69 

mSE# 2004-3117311 
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(s, 3H), 3.60 (s, 2H), 2.66 (dd, 1H) , 2.55-2.45 (m, 3H) , 2.07 (s, 3H) , 2.03 (m, 
1H), 1.78-1.38 (m, 4H) Q 
[0 2 8 2 ] 

mm 4 (4) 

(4- 1 (2 S) - 2- [ (R) - (3, 5-S» h * v - 4 - > ^ 7 * -;v 
) (tKD^fi/) ^f-;v] - 5 -7 au=-)V^.y^-M y x. — fr) 7*r-b 
[0 2 8 3 ] 
[4b 4 8] 

OH 



CH 3 0 




COOCH 3 

[0 2 8 4] 

TLC. 1 HNMRf-^t^SM4 (3) fcWfl|-C*-ofco 
[0 2 8 5] 

#S*fefll5 (1) . . „ 

(4- I (2S) -2- [ (S) - (3, 5-^b^>-4->Wx^) (H > 

HMf!! 4 ( 1 ) tL^^Jfe doom g) <r>*9 y -;v (3ml) 1 NtK 

Hjtth^A (3ml) £;&nx.fco RjSa#W*»-C30^iai«^Lfeo RJ&«-&W 

% (85m g) SrW^o 

TLC:Rf 0.39 : ^^-^=9 : 1) ; 

1 HNMR : 5 7.24-7.03 (m, 9H) , 6.50 (s, 2H) , 4.59 (d, 1H) , 3.81 (s, 6H) , 3.63 
(s, 2H), 2.82 (dd, 1H), 2.61 (dd, 1H) , 2.45 (t, 2H) , 2.09 (s, 3H) , 2.04 (m, 1H) 
, 1.75-1.10 (m, 4H) 0 
[0 2 8 6 ] 

mMM 5 ( 2 ) ~ 5 ( 4 ) 

^4 (2) ~4 (4) ■C»K5tLfe'fk#W i S:Mv>-C % WJ5 (1) k RlfllO»f? 

[0 2 8 7] 

£Jfc«5 (2) 

(4- i (2R) -2- [ (R) - (3, (H h 

TLC, 1 HNMRf-^t^»J5 (1) k RI«|-e*-o fco 
[0 2 8 8] 
Mi$)5 (3) 

(4- I (2R) -2- [ (S) - (3, 5-^h*->-4-^f;V7x^V) (H h 

tlc : Rf 0.40 (^nn^ ? y : * 9 J -;v= 9:1) ; 

1 HNMR I 5 7.30-7.05 (m, 9H) , 6.43 (s, 2H), 4.59 (d, 1H), 3.78 (s, 6H) , 3.63 
(s, 2H), 2.66 (dd, 1H), 2.55-2.45 (m, 3H), 2.07 (s, 3H) , 2.03 (m, 1H), 1.78-1.5 
8 (m, 4H)o 
[0 2 8 9] 

2004-3117311 
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&mm 5 (4) 

(4— I (2 S) —2— [ (R) - (3, (fc b 

TLC> 1 HNMRf-^fc^H»W5 (3) fcra»t?*ofc 0 
[0 2 9 0] 



(±) 2 - [4- ( 1(1S*) -1- [ (R * ) " (3, 5-5>* h*~>- 

(± ) _ (ir*, 2R*) -1- (3, 5-v^^v-4-^^7x-iV) -1- 
h^v^ - 5 -7x^;k>^ >— 2 -^--;v (142m g) t^f-;v 2- 

(4-t Kn^->7xy J E-'» - 4 -^^^^./Ji- h (249mg) ©7>7liKn7 
9> (4ml)»>'J7x-;^X7r/ (262mg) tv^f^ 7/^*^ 

(0.47ml) *Unic.fco R«^%^^t?-Bfe»L^o 
izo nhfitzn^^V h ^97^ - (^^> : »M^^-^= 9 '• 

1) la^tilU &T?>&te«&^&&S^% (128m g) £#/c 0 

tlc : Rf 0.62 (^^^> : 2 : l ) ; 

1 HNMR : a 1.66 (m, 1 H) 1-85 (m, 3 H) 2.06 (s, 3 H) 2.30 (s, 3 H) 2.59 (m, 

2 H) 3.37 (s, 3 H) 3.77 (s, 6 H) 3.81 (s, 3 H) 4.33 (m, 1 H) 4.59 (s, 2 H) 4.76 
(d, 1 H) 6.50 (s, 2 H) 6.68 (s, 1 H) 6.85 (m, 5 H) 7.15 (m, 5 H) 7.79 (d, 1 H)o 

[0 2 9 1 ] 
&Hi0fl 7 

(±) 2 - [4- ( |(1S*) - 1 - [ (R* ) " (3, 5-*J* 

v] — 4 — ;* V*J-— h 

^»J6t?^L^b^ (128m g) ©ff7tKn77^ (4ml) 5 N« 

» (1 m 1 ) «:irax.7to 5 0W2 0B3MB«#L;fco *»Bft^ 

tLf;^t*y'J^'r ! >*7A^ov>^77^- (^^^> : ff^Bfe-^f-^=4 : l) KX 
otISU JSLTOl»ttfl[Sr*i-4«*^W (113m g) *#fco 

TLCiRf 0.40 : f^m^^^= 2 : 1) ; 

1 HNMR : 5 1.78 (m, 4 H) 2.08 (s, 3 H) 2.31 -(s, 3 H) 2.56 (t, 2 H) 3.70 (m, 
1 H) 3.81 (m, 9 H) 4.34 (m, 1 H) 4.95 (t. 1 H) 6.55 (s, 2 H) 6.71 (br. s. , 1 H) 
6.89 (m, 4 H) 6.95 (m, 1 H) 7.13 (m, 5 H) 7.80 (d, 1 H) Q 
[0 2 9 2 ] 



(±) _ 2 - [4- ( I (IS*) -1- t (R*) - (3, S-V*Y**s-4:-*1- 
TLC : Rf 0.59 (^^-if y : @^j.^;v= l : 4) ; 

1 HNMR : 5 1.50-1.90 (m, 4 H) 2.08 (s, 3 H) 2.31 (s, 3 H) 2.58 (t, 2 H) 3.81 
(s, 6 H) 4.42 (m, 1 H) 4.93 (d, 1 H) 6.56 (s, 3 H) 6.92-7.28 (m, 10 H)8.10 (d, 

1 H)o 

[0 2 9 3 ] 

m&m 9 . , 

(±) 2 - [4 - ( I (1 S* ) - 1 - [ (S* ) - (^yvMJVt^v) ( 

ffi|iE# 2004-3117311 
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T L c : R f o. 24 (^^-9- > : H^^^^= 4 : l ) o 

[0 2 9 4 ] 

Hifcffll 1 o 

(±) 2- [4- ( I (IS*) -1- [ (S* ) - (3, \>**s- 

4 _^^;V^^-;v) (tFn^fy) - 4 - 7 * ~;V7^;M *^"» 7^y^ 

v] — 4 — ^ f-;v«^>yj^— h 
HJ6«9T?»jtLfe^» (43m g) <r>*9J-fr (2ml) il(:»'J^ (20 

mg) ^^nx/co £ ^« 5 b# K» l o KiSrS^^Tfc^tn^, I^m^f- 

0 ^t>tifc$|-g£ v'J *W5A^n7h^?7-f- (^^-9-> : l^^^;v= 4 : l 

) ciotim jaT<&Wtett*#*&*«ft£-to (29m g ) 

tlc : Rf 0.32 W/:ft|if^=2: 1) o 

1 HNMR I 8 1.76 (m, 4 H) 2.08 (s, 3 H) 2.30 (s, 3 H) 2.52 (m, 2 H) 2.71 (d, 

1 H) 3.81 (m, 9 H) 4.32 (m, 1 H) 4.73 (dd. 1 H) 6.55 (s, 2 H) 6.71 (s, 1 H) 6.89 
(s, 4 H) 6.95 (m, 1 H) 7.05 (m, 2 H) 7.17 (m, 3 H) 7.80 (d, 1 H)o 

[0 2 9 5] 
gMM 11 

(±) — 2 — [4 — ( I (IS*) — 1— C ( S * ) — (3, h^v-4-^f- 
— > ^ ;v^c^#M 

tlc : Rf 0.56 (^*v-> : W&tx- J ?n'= 1 : 4) ; 

1 HNMR : 5 1.50-2.00 (m, 4 H) 2.06-2.11 (m, 3 H) 2.30 (s, 3 H) 2.48-2.63 (m, 
2 H) 3.81 (s, 6 H) 4.35-4.45 (m. 1 H) 4.73-4.95 (m, 1 H) 6.54-6.59 (m, 3 H) 6.9 
2-7.28 (m, 10 H ) 8.10 (d, 1 H) c 
[0 2 9 6] 

II 12 , , 

( 4S ) _ 4 _^^y;v-3_ (5-7x^K^;^V) -1, 

2 J/ 

(4S) _ 4 _^>^;v_i j 3 -rj-^yy 2 (26.58g) Orf7t 

KD75V (300ml) MCT^^yfB^T, - 7 8 "CCl. 58M© n -r^U 
A (100ml) «rSn^.^o «-erW*ra»flr<M 0^H*#t7to iS^fc5--7^->W* 
>^ ;^)V7n7^K (32.4 g) «f f 5 t Fn 7 9 > ^traifco Klt-rM^ - 7 8 °C 

<£*U iHU filTOfttf^ft^W^f (55.29g) &#/c 0 
tlc : Rf 0.43 (^^r-9-> : B^m^f-;v= 4 : l) ; 

1 HNMR : 8 1.71 (m, 4H), 2.72 (m, 3H) , 2.94 (m, 2H) , 3.29 (dd, 1H) , 4.16 (m, 
2H), 4.66 (m, 1H) , 7.26 (m, 10H) o 
[0 2 9 7] 

(4 s) _ 4 _^y^; V _3_ l ( 2 R) - 2- [ (S) - (3, 5-^f J rV"4- 

^;v7i-iv) (t Kn*-» ^f-;v] - 5-7x^m>^;^v| -1, 3-^-^ 

H£J6«1 2-r«j6Lfe^* (6.13g) fc3, 5-y^+y-4-^^>JT^ 
7\zY (3.60g) OM^^V (18ml) h U 5 > (5.07ml) ^ taib h 

(3.47m 1) M^^^^^^ (347mg) SrJn^-fco 
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t-l»L/;o RJSjS^K^fcJniU Siif^^BJLfc. Mlffii»*»«Ifc8LfcT 
gfcp-U *&7jc«^ h U 7 AT?K«U iMBLfco nhfitzftfe** (18ml) 
l~V#»U 1NSI (1.8ml) *1mz.?Zo 5 #H»U IlLfc 

0 #^/:SSiv'J *W5A?n7^57-f- (^tv : ftKxf ^=4 9 : 
1-19:1-9:1-4:1) CiotSSU ftT©fttti*ft^W^ (8. 
24 g) £#7t 0 

TLC : Rf 0.61 (^.dr-9-> : WW.^^= 2 : 1) ; 

1 HNMR I a 1.58 (m, 2H) . 1.86 (m, 1H), 2.08 (s, 3H), 2.49 (dd, 1H) , 2.57 (t, 
2H), 3.09 (dd, 1H), 3.20 (d, 1H), 3.82 (s, 6H), 4.10 (m, 2H) , 4.62 (m, 2H) , 4.8 

0 (m, 1H), 6.63 (s, 2H) , 7.19 (m, 10H) o 
[0 2 9 8] 

%nm 14 

(4 s) _4_^y^; V _ 3 - j (2R) — 2 — [ (S) — I [ter t-~7*Jl> (5>> 
f-;v) (3, 5 h^rv- 4 -^f;v7x-;v) y^;v] -5-7 

^ - ^ y -l, 3-t j rfy* , Jy>-2-t> 
£jfcm 3t?«£Lfcffr6* (28.2 g) Ov^nn^r/ (109ml) «F«tK 0*0^2 
6 _ ;v ^y> (7ml) !:tert-yW>WJ* h'j7JVtn^>7)V 
#*-h (13.7ml) fcSnx-fco »I^Ifi^30WL/:o RtSiS^* * * 

49:1-19:1-9:1) CiotilU ttTWtftt^ft^llft^i (32.5 

g) i#fco 

tlc : Rf 0.64 (A^t>:ifif;v=4 : 1) ; 

1 HNMR : £ -0.27 (s, 3H) , -0.03 (s, 3H) , 0.83 (s. 9H) . 1.43 (m, 4H) , 2.10 (s 
, 3H), 2.41 (m, 2H), 2.58 (dd, 1H), 3.54 (dd, 1H) , 3.82 (s, 6H) , 4.10 (m, 2H) , 4 
.44 (m, 1H), 4.64 (m, 1H) , 4.80 (d, 1H), 6.59 (s, 2H) , 7.19 (m, 10H) o 
[0 2 9 9 ] 

mmm 15 

(2 S) - 2 - [ (S) - { [tert-W (y^f^) ->U>U] **vl (3, 5 

Hf&M 1 4 T?*BiL;fc'ffrfrW (31.59g) Orf7tFn77> (500m 1 ) 
^7tVf7A (10. 9 g) iraAfco RjSS-&**»-e4l*IBI*^b^o RJ£«^Wfc 

^*9A^nv^77-f- (-^3MJ-> :Sfxf^=5 0:l — 20:i — 9:i) 
KioTfltKU Jg)LTOi»tt'|fi*^-r*««^* (6.52g) fc&fco 
TLC : Rf 0.47 : I£^.x^;V= 4 : 1 ) ; 

1 HNMR : 5 -0.17 (s, 3H), 0.05 (s, 3H) , 0.92 (s, 9H) , 1.59 (m, 4H) , 2.07 (s, 
3H), 2.59 (t, 2H), 3.01 (dd, 1H) , 3.55 (m, 1H) , 3.77 (m, 1H) , 3.80 (s, 6H) , 4.7 
0 (d, 1H), 6.46 (s, 2H), 7.21 (m, 5H) D 
[0 3 0 0] 

$mw i e , , 

(2 S) - 2- [ (S) - I [ter v'LUV] (3,5 

1 5 -C»3t L fcffr&tt (200m g ) Of f5HFD77> (4.4ml) «K 0 °C 
1!h'Jxf^7 5> (218// 1) ^Wn9^f K (102 // 1) *=S:Jnx.^o RJofi-frW 

m (253m g) *#fco 

tlc : Rf 0.76 (hA-x>:Stxf^=9 : 1) ; 
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1 HNMR '. S -0.21 (s, 3H), 0.03 (s, 3H) , 0.89 (s, 9H), 1.51 (m, 4H) , 1.92 (m, 
1H), 2.08 (s, 3H), 2.55 (m, 2H) , 2.89 (s, 3H) , 3.80 (s, 6H) , 4.29 (dd, 1H) . 4.3 
6 (m! 1H), 4.58 (d, 1H), 6.43 (s, 2H), 7.19 (m, 5H) 0 
[0 3 0 1 ] 

H*fefl! 17 , 
t e r t -f^-ju I [ (1 S, 2R) -1- (3, h^5/-4->^^7*-^ 

) - 2- (3-K^f-;v) -5-7i-^^f-^] t^y) y^fJVy?^ 
iif|16tItLm* (253mg) W7*b> (4.4ml) ifCH^ftHJ^ 

a (654m g) ^*n£/co Rtfe*#**90t:"e3i^wa^ufeo RtBiS^»^7K*inix.. 

*tU J&TO«ttte*#***Wt^ (263m g) *#^o 

TLC:Rf o.7i (AH>:fti^=i9: i) ; 

1 HNMR ' 5 -0.24 (s, 3H) , 0.08 (s, 3H) , 0.87 (m, 9H) , 1.25 (m, 4H) , 1.58 (m, 
1H), 2.08 (s, 3H), 2.49 (m, 2H), 3.32 (dd, 1H) , 3.65 (dd, 1H) , 3.80 (s, 6H) , 4. 
34 (d, 1H), 6.44 (s, 2H), 7.19 (m, 5H)o 
[0 3 0 2] 

MMtfl 18 \ 1 1 

3 - ( 3 - i (2 S) -2- [ (S) - I [t e r t-?*» (S» vU 

;v] (3, 5-^b^-4-^Wx^) y.^;V] -5-7*-^V 

M£& (276mg) ©y^fiV*n7? F (0.8ml) it^KT^^BSl.T, 1, 
2-y7'n^xr/ (18/1 1) iJDxfco »^W*6 0^3 0#IH*#L;fco fc-frlUfc* 
ft HJ^;V yl j;V (50^ 1) Snx/Co IS"C3 0^»LL 0M^t!^«^ 
1 7t?tljfiLfc'fk#W (400m g) Ov^fiV*)VA7 5 F (0.8ml) T&W.*lMZ-iZ 0 *S 

A (0) -^nn^jVAH# (73mg) „ * 7 -f > . (17 

lmg) ^il^f^ 3- (3-3-F7x-;v) 7*n/Vi-h (408mg) Ov^f 
^*W75 F (0.8ml) m%L*tox.tio RfciS*** 4 0 M 2 B#H»L£o RJS 
a#J»**«^.^^^*3RL> -t^^ff (In B n«) £fflV>T, ^SSLfco %tfcfc0.01N*tt 

1x^=5 0 : 1-2 o : i-i 2 : i) WoTiSU ftToW^tt^Il 

4t^% (186m g) «r#^o 

TLC:Rf o.5i {^^-y : Sfxfjv= 9 : D ; 

1 HNMR : 5 -0.17 (s, 3H), 0.03 (s, 3H) , 0.94 (m, 9H) , 1.19 (m, 1H) , 1.55 (m, 
2H), 1.85 (m. 1H), 2.08 (s, 3H) , 2.67 (m, 9H) , 3.67 (m, 3H) , 3.81 (m, 6H) , 4.68 
(d, 1H), 6.48 (s, 2H), 7.19 (m, 9H) D 

[0 3 0 3] 
%MM 19 

y.^;V 3- (3- 1 (2S) -2- [ (S) - (3, 5 -y^^>-4-^^7x 

1 8 T?tU2c L fcft-frW (186m g) «rh7liF077V (1ml) **Efc 0 °C 
■CI OMf b77*W> ; EX7A7^t5'f F©r b9t Kn7 7>it (2.66m 1 ) 

^^JDX. ifxf;VtiffiL/:o »ffi%£0. 0lN^m> 7fc N <^<ti^r*fei£ U_ 
iltl')7AT«U SftN&Lfco ft^^vVA^^A^Yh^ 

_ :ftm^^;v=l 9:1-9:1-6:1) CiotSIU filT^ftttt 

**-r*»«<b^ (129m g) fcfcfco 

TLC:Rf 0.25 (^*-9-> :ff»^f-^=4 : 1) ; 

1 HNMR : 5 1.52 (m, 5H) , 2.09 (s, 3H) , 2.45 (t, 2H) , 2.63 (m, 3H) , 2.82 (dd, 
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1H). 2.91 (t, 2H), 3.66 (s. 3H), 3.82 (s, 6H), 4.59 (d, 1H) , 6.51 (s. 2H) . 7.15 

(m, 9H) 0 
[0 3 0 4] 

%W\ 2 0 . , 

3 _(3-j(2S)-2-[(S)-(3, 5-V> b^ri/^-^Wx-il/) ( 

[0 3 0 5 ] 
[ft 4 9] 



CH s O 




COOH 



|[ 0 3 0 6 J 

T L C R f 0.13 (^^r-^> I 2 : 1) ", 

1 HNMR : 5 1.26 (m, 2H) , 1.58 (m, 2H) , 2.04 (m, 4H) , 2.45 (t, 2H) , 2.61 (m, 
3H), 2.79 (dd, 1H), 2.90 (t, 2H), 3.80 (s, 6H) , 4.56 (d, 1H) , 6.50 (s, 2H) , 7.11 
(m, 9H)o 
[0 3 0 7] 

mmm 20(1)^20(25) 

2?f#:£fflV^ HJfe^l 2— HMWl 3->»l 4->i»ll 6-«f!l 

! 7— lufe-w 1 s—mmm 1 9— «fsi 2 0 twimomf?* u ^tptku^^m 

[0 3 0 8] 

2 0(1) 

(4- I (2 S) - 2- [ (S) - (3, 5-^ (H 1 

n^y) -5-7i-M>f^l 7.x. — Tl') HBfe 

TLC:Rf 0.45 (Mt>:#*xf^=i : 2) ; 

1 HNMR ' 3 7.24-7.03 (m, 9H), 6.50 (s, 2H) , 4.59 (d, 1H) , 3.81 (s, 6H) . 3.63 
(s, 2H), 2.82 (dd, 1H), 2.61 (dd, 1H) , 2.45 (t, 2H) , 2.09 (s, 3H) , 2.04 (m, 1H) 
, 1.75-1.10 (m, 4H) 0 
[0 3 0 9] 
MMM 2 0(2) 

(4- | (2S) -2- [ (S) -tKn^rv (3, 4, 5->'J>b^7x-^) * 

tlc : Rf 0.38 (^nn^r/ : ^^y-;v=9 : D ; 

1 HNMR : <5 7.26-7.02 (m, 9H), 6.53 (s, 2H),4.57 (d, 1H),3.84 (s, 3H) , 3.84 ( 
s, 6H),3.62 (s, 2H),2.80 (dd, 1H),2.59 (dd, 1H),2.46 (t, 2H) , 2. 05-1. 96 (m, 1H) , 
1.67-1.14 (m, 4H)o 
[0310] 
$m&i 2 0(3) 

(3-i(2S)-2-[(S)-(3, 5-v^ (t K 
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TLC * Rf 0.44 (V 9 X2U * 9 V '. * 9 s — ;v = 9 : l ) ; 

1 HNMR : 5 7.30-7.00 (m, 9H), 6.50 (s, 2H), 4.59 (d, 1H), 3.81 (s, 6H), 3.60 
(s, 2H), 2.83 (dd, 1H), 2.60 (dd, 1H), 2.45 (t, 2H) , 2.09 (s, 3H), 2.1 0-2.00 ( 
m, 1H), 1.65-1.20 (m, 4H) Q 
[0311] 

mmm 20(4) 

3- (4- I (2S) - 2- [ (S) - (3, 5-v> f^y-4-^fiV7x^;v) ( 
nKn^v) ^f-;v] -5-7x-MVf;i/| 7xxjv) -fu^yW. 
tlc :Rf 0.15 (^**yy : WpW.^^= 2 : 1) ; 

1 HNMR : 5 1.28 (m, 2H) , 1.58 (m, 2H) , 2.02 (m, 1H) , 2.09 (s, 3H) , 2.45 (t, 
2H), 2.62 (m, 3H) . 2.80 (dd, 1H) , 2.93 (t. 2H) , 3.81 (s, 6H) , 4.56 (d, 1H) , 6.50 
(s. 2H) , 7.14 (m, 9H) Q 

[0 3 12] 
WJ2 0(5) 

14- [ (2S) -2- [ (S) - (3, 5-y^^y-4-^f^7x-iV) (fc h 

n*v) ^-^;v] - 5- (2 -f--*--^) ^^^-;v] y^-M ffcBfe 
tlc : Rf 0.45 (A^t>:Sii^=i :2) ; 

1 HNMR -5 7.18 (d, 2H), 7.11-7.06 (m, 3H) , 6.86 (dd, 1H), 6.64 (dd, 1H), 6. 
50 (s, 2H), 4.61 (d, 1H), 3.81-3.75 (m, 6H) , 3.62 (s, 2H ), 2.83 (dd, 1H) , 2.69- 
2.57 (m, 3H), 2.10-1.98 (m, 4H) , 1.72-1.57 (m, 2H) , 1.44-1.15 (m, 2H)o 
[0 3 13] 

mmm 20(6) 

(4- I (2S) -2- [ (S) - (3, 5-^f^7x-*) (T£Fn*y) 
T L c : R f 0.42 (-^nn^r/:^ y -;v= 9 11) ; 

1 HNMR " § 7.26-7.03 (m, 9H) , 6.49 (d, 2H) , 6.37 (t, 1H) , 4.62 (d, 1H) , 3.79 
(s, 6H), 3.62 (s, 2H), 2.79 (dd, 1H) , 2.55 (dd, 1H) , 2.46 (t, 2H) , 2.08-1.96 (m 
, 1H), 1.69-1.16 (m, 4H) 0 
[0 3 14] 

W2 0(7) „ n 

(3 _ | ( 2 S) - 2- [ (S) - (3, 5-y> h^i/-4-^f;V7x^;V) (t b 
tt^v) ^^;V] - 5 -7xiM , /f-V| 7x;^ry) g£M 
T L C : R f 0.22 (^nn> 9 > : * 9 J -;v= 9 11) ; 

1 HNMR I 5 1.27 (m, 2H), 1.58 (m, 2H) , 2.04 (m, 4H) , 2.46 (t, 2H) , 2.60 (m, 
1H), 2.81 (m, 1H), 3.81 (s, 6H) , 4.59 (m, 3H) , 6.49 (s, 2H) , 6.74 (m, 3H) , 7.16 

(m, 6H)o 

[0 3 15] 



mm 20 ( 8 ) 



(4 



12 0 {o ) , . t , 

| (2S) -2 - [ (S) - (3, 5-Vn^-4-^Wx^) (tF 

tlc : Rf 0.17 (v^nn^ ? > : ^ * y-;v= 9:1); 

1 HNMR : 5 1.25 (m, 2H) , 1.57 (m, 2H) , 1.98 (m, 1H) , 2.08 (s, 3H), 2.44 (t, 
2H), 2.59 (m, 1H), 2.77 (m, 1H) , 3.80 (s, 6H), 4.56 (d, 1H) , 4.65 (s, 2H) , 6.49 
(s, 2H), 6.81 (m, 2H), 7.05 (m, 4H ), 7.20 (m, 3H) G 
[0 3 16] 

H»J 2 0(9) ^ /if* 

4- | (2S) -2- [ (S) - (3, 5-3>J* h^-4->f^7x^) 

TLC : Rf 0.42 (^nn^ > : = 9:i) ; 
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1 HNMR : 8 8.01-7.95 (m, 2H), 7.25-7.10 (m, 5H) , 7.06-7.00 (m, 2H) , 6.50 (s, 
2H), 4.59 (d, 1H), 3.81 (s, 6H), 2.92 (dd, 1H), 2.69 (dd, 1H) , 2.45 (t, 2H) , 2. 
09 (s, 3H), 2.11-2.01 (m, 1H) , 1.70-1.09 (m, 4H) Q 
[0 3 17] 
&mW2 0(10) 

{4 - [ (2 S) - 2- [ (S) - (3, 5 -*J* h^>- 4-^f;V7x^JV) (fc h 

n*~» -5 - (3-^~;v) 7^-;v} M 

TLc:Rf o.3i : : W= 2 : i : o.D ; 

1 HNMR : 8 1.29 (m, 2 H) 1.56 (m, 2 H) 2.04 (m, 1 H) 2.08 (s, 3 H) 2.46 (t, 

2 H) 2.58 (m, 1 H) 2.82 (dd, 1 H) 3.60 (s, 2 H) 3.80 (s, 6 H) 4.59 (d, 1 H) 6.49 
(s, 2 H) 6.78 (m, 2 H) 7.08 (d, 2 H) 7.17 (m, 3 H) 0 

[0 3 18] 

3- I (2 S) - 2- [ (S) - (3, (tin 

- 5 -"7 ;v^>f-;v( 
t l c : R f o. 52 (y^on^r/:^^-^=9: l) ; 

1 HNMR • 8 7.97-7.91 (m, 2H), 7.37-7.01 (m, 7H) , 6.50 (s, 2H), 4.60 (d, 1H) . 
3.81 (s, 6H), 2.91 (dd, 1H), 2.69 (dd, 1H) , 2.45 (t, 2H) , 2.08 (s, 3H) , 2.12-2. 

03 (m, 1H), 1.70-1.13 (m, 4H) 0 
[0 3 19] 

mm 2 0(12) 

2- (4- ! (2S) -2- [ (S) - (3, 5-yn^v-4-^f;V7x-;v) ( 
tpu^-v) -5-7x-M>f^l ?^y*v) - 2 -^f-;v/n/^m 

tlc : Rf 0.60 (V9 u u * ? y : * ? J - ;v= 9 : l ) ; 

1 HNMR" ^ 7.25-7.15 (m, 3H) , 7.10-7.00 (m, 4H) , 6.83 (d, 2H), 6.49 (s, 2H) , 
4.58 (d, 1H), 3.81 (s, 6H), 2.80 (dd, 1H) , 2.56 (dd, 1H) , 2.45 (t, 2H) , 2.08 (s 

, 3H), 2.05-1.90 (m, 1H) , 1.56 (s, 6H) , 1.60-1.10 (m, 4H) 0 
[0 3 2 0] 
MUM 2 0(13) 

2 - (4- j (2 S) - 2- [ (S) - (3, h^y- 4 -^fiV7x-;V) ( 

tlc : Rf 0.20 (^dr-^> : f^m^f-^= 2 : l) ; 

1 HNMR : <5 8.22 (dd, 1H) , 7.48-7.42 (m, 1H) , 7.26-7.13 (m, 6H) , 7.08-7.04 (m 
2H) 7.00-6.96 (m, 2H) , 6.79 (dd, 1H) , 6.50 (s, 2H) , 4.61 (d, 1H) , 3.82 (s, 6H 
), 2.88 (dd, 1H), 2.64 (dd, 1H), 2.48 (t, 2H) , 2.10-1.98 (m, 4H) , 1.66-1.54 (m, 
2H), 1.44-1.15 (m, 2H) Q 
[0 3 2 1 ] 

2 0(14) 

2- (4- I (2S) - 2- [ (S) - (3, 5-S>* f^fy-4-^f^7xx;V) ( 
tF n^y) -5-7x-M^I 7x-;v) - 2 - * J-^yussym. 

tlc :Rf 0.25 W>:ftl^=2 : l) ; 

1 HNMR '. 8 7.30-7.03 (m, 9H) , 6.50 (s, 2H) , 4.60 (d, 1H) , 3.81 (s, 6H) , 2.82 
(dd, 1H), 2.58 (dd, 1H), 2.45 (t, 2H) , 2.08 (s, 3H) , 2.10-2.00 (m, 1 H) , 1.70-1 
.20 (m, 4H), 1.59 (s, 6H) C 
[0 3 2 2] 

mmm2 0(15) ^ 

(4- I (2 S) -2 - [ (S) - (2-*nn-4, 5-^ f^y7x-;V) (fc h 
n^i/) - 5 —7 x.~friV*M 7x-^) SI 

TLC:Rf 0.24 (A^rty :itxfiV=l : 4) ; 

1 HNMR '. 8 7.26-6.94 (m, 10H) , 6.81 (s. 1H) , 5.13 (d, 1H) , 3.86 (s, 3H) , 3.8 

ffitiE# 2004-3117311 



#11 2004-101378 



^-v : 54/ 



5 (s, 3H), 3.58 (s, 2H). 2.81 (dd, 1H), 2.56-2.36 (m, 3H), 2.19-2.05 (m, 1H) , 1. 
77-1.24 (m, 4H) 0 
[ 0 3 2 3 ] 

miMM 20(16) s t „ ^ , , o ^ 

(4- I (2S) -2- [ (S) - (3, 4-v^ (fcl>n*v) > 

TLC:Rf 0.50 (y7nn^>:^^-^=9: 1) ; . 

1 HNMR * S 1.24 Cm, 2H), 1.57 (m, 2H), 2.02 (m, 1H) , 2.43 (t, 2H) , 2.59 (dd, 

1H), 2.81 (m, 1H), 3.62 (s, 2H) , 3.87 (s, 3H), 3,89(s, 3H) , 4.58 (d. lH) . 6.84 
(m, 3H), 7.15 (m, 9H) Q 
[0 3 2 4 ] 

mm 20(17) , . . , „ 

(4- I (2R) -2 - [ (S) - (3, h^->-4-^f ^7x^V) (H b 

TLC:Rf 0.17 : SW^^= i : i) : 

1 HNMR : 8 1.79 (m, 2 H) 2.08 (s, 3 H) 2.30 (d, 1 H) 2.61 (m, 1 H) 2.85 (dd, 
1 H) 3.60 (m, 2 H) 3.87 (m, 8 H) 4.78 (d, 1 H) 6.55 (s , 2 H) 6.78 (dd, 2 H) 6. 
92 (m, 1 H) 7.19 (m, 6 H) c 
[0 3 2 5 ] 

2 0(18) 

(4- | (2S) -2- [ (S) - (3-^nD-2-fi^) (fcHn*v) * f-* 

TLCiRf 0.32 (A^t^:ft*xf^=i : 1) ' _ , ou , 

1 HNMR * 8 7 26-7.00 (m, 10H) , 6.90-6.86 (m, 1H) , 5.09 (d, 1H) , 3.60 (s, 2H) 
, 2.95 (dd, 1H), 2.60-2.37 (m, 3H) , 2.25-2.11 (m, 1H) , 1.71-1.20 (m, 4H) D 
[0 3 2 6 ] 

mmm2 0(19) . _ 

(4 - I (2 S) - 2 - [ (S) - (2, b*V-3-fcU v-*0 

TLCiRf 0.34 (^s^-9-> : S^m^^-^= 1 : 1 ) ; 

1 HNMR • 5 7.48 (d, 1H) , 7.24-7.00 (m, 9H),6.27 (d, 1H),4.76 (d, 1H) , 3.92 ( 
s, 3H),3.90 (s, 3H), 3.58 (s, 2H) , 2. 84 (dd, 1H) ,2. 55-2. 34 (m, 3H) , 2.18-2.09 (m, 
1H), 1.66-1. 12 (m, 4H) 0 
[0 3 2 7] 

mnm 20(20) 

4 - (4- I (2S) - 2- [ (S) - (3, h^y-4-^f;i'7x-;V) ( 

tFn^v) ^^;v] - 5 --7^-;v^>^;vl 7^— ;v) 
TLC-Rf 0.26 : ^m^f-;v= 2 : 1) ; 

1 HNMR • 8 7.20-7.00 (m, 9H) , 6.50 (s, 2H) , 4.60 (d, 1H) , 3.81 (s, 6H) , 2.80 
(dd, 1H), 2.64 (t, 2H), 2.58 (dd, 1H) , 2.45 (t, 2H) , 2.37 ( t, 2H) , 2.09 (s, 3H 
), 2.05-1.90 (m, 3H), 1.70-1.10 (m, 4H) C 
[0 3 2 8] 

mnW2 0(21) — j.*^ a 

(4- | (2S) -2- [ (S) -2, 4-A>yy^y^-6- 
✓f;v (tKn^» -5-7x-;v^vf;H 7x-iv) f£gfc 

T L C * R f 0. 48 (y^nni^y:^y-^ = 9 : l) ; 

1 HNMR I 8 1.25 (m, 2H) , 1.57 (m, 2H) , 1.99 (m, 1H) , 2.44 (t, 2H) , 2.55 (dd, 
1H), 2.79 (dd, 1H), 3.60 (s, 2H), 4.25 (s, 4H) , 4.55 (d, 1H) , 6.77 (dd, 1H) , 6. 
82 (m, 1H),6.86 (d, 1H), 7.15 (m, 9H)o 
[0 3 2 9] 
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mimz 0(22) 

(4- i (2 S) - 2- [ (S) - [4- (y'7JVtn^ 7x-;v] (t 

TLC:Rf 0.26 : ftBft^^^= i : D : 

1 HNMR : 5 7.34-7.02 (m, 13H), 6.50 (t, 1H), 4.67 (d, 1H) , 3.61 (s, 2H), 2.7 
4 (dd, 1H), 2.56 (dd, 1H), 2.45 (t, 2H) , 2.07-1.95 (m, 1H) , 1.66-1.11 (m, 4H) 0 
[0 3 3 0] 

2 0 (2 3) 

(4- | ( 2 S ) - 2- [ (S) - Kn * V (4-*h*~>-3, 
;v) - 5 -7*— ;v^>-^;v( -7^-;v) f£Bft 

TLClRf 0.43 (^^r-9->- : l^M^-f-^= 1 '• 1 ) I 

1 HNMR ' S 7.25-7.01 (m, 9H) , 6.94 (s, 2H),4.54 (d, 1H) . 3.71 (s, 3H),3.60 ( 
s, 2H),2.82 (dd, 1H),2.55 (dd, 1H),2.43 (t, 2H) , 2.67 (s, 6H) , 2. 06-1. 95 (m, 1H) , 
1.66-1.10 (m, 4H) 0 
[0 3 3 1 ] 

mmm 20(24) 

(4 _ 1 ( 2 s) - 2- [ (S) - [3 - (v^n^>-f-;v^^v) -4-^Kv7x 

tlc : Rf 0.30 (-x^^> : »Kif/i'= 1 : 1 ) ; 

1 HNMR ' d 7.25-7.00 (m, 9H) , 6.87-6.80 (m, 3H) , 4.80-4.73 (m, 1H) , 4.56 (d, 
1H), 3.84 (s, 3H), 3.61 (s, 2H), 2.81 (dd, 1H) , 2.57 (dd, 1H) , 2.43 (t, 2H) , 2. 
04-1.75 (m, 7H), 1.65-1.49 (m, 4H) , 1.40-1.10 (m, 2H) 0 
[ 0 3 3 2 ] 

mmm2 0(25) 

(4-|(2S)-2-[(S)-(3, b^-4-^Wx-Jl/) (t h 

n^v) - 4 —7x.~ )V~7^-M fi£& 

TLC:Rf 0.45 : ff^m^"^^= 1 2) ; 

1 HNMR • £ 7.22-7.09 (m, 7H) , 6.99-6.95 (m, 2H) , 6.47 (s, 2H), 4.64 (d, 1H) , 
3.79 (s, 6H), 3.63 (s, 2H), 2.87 (dd, 1H), 2.67 (dd, 1H) , 2.55 (t, 2H) , 2.10-1. 
99 (m, 4H), 1.69-1.43 (m, 2H) 0 
[0 3 3 3 ] 

(4- | (2 R) -2 - [ (R) - (3, 5-3» h * -> - 4 - ^ ^ 7 * (fc > 
v) ^f-;V] -4-7x-JV7*fM 7xi)V) Bfcgfc 

(4R) _4_^>v;v-l, 3-t^tyjy>-2-ty, 4-7x-;V7^/^f 
^n5>fK, 3, 5 h ^rv- 4 - ^fMyX7;Vr^ h\ (4-3- 

n» 1 6 -«#u 1 7 1 8 1 9 -*mmm 20 1 m-m<o#ft* u &t 

tlc :Rf 0.41 (A^rty:»J.f^=i : 2) ; 

1 HNMR • 5 7.22-7.09 (m, 7H) , 7.00-6.95 (m, 2H) , 6.47 (s, 2H) , 4.64 (d, 1H) , 
3.79 (s, 6H), 3.62 (s, 2H) , 2.87 (dd, 1H) , 2.67 (dd, 1H) , 2.54 (t, 2H), 2.10-1. 
98 (m, 4H), 1.69-1.42 (m, 2H)o 
[0 3 3 4] 

m^M 2 2 , 

2 - ( I (2 S) -2- [ (S) - I [t e r t-7^;V (5>*^*0 y'JJV] 
(3, 5-S>* h4r->-4-^f-^7i-^) -5-7x-^>^ 
| t^fy) ^> V^— 1 
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TLC : R f 0.73 : i>xf;vx-riv=4 : 1) o 

[ 0 3 3 5 ] 

mmm 23 , 

2- (|(2S)-2-[(S)-(3,5-^ b^>-4->Wx-^) (K h 
n^-» - 5 --7i-;v^>^;v| * + Sill 

SW0 2 2-C*iSUfc^#W*fflv^T, »1 9-*#l»J2 0 fcR«©l*f^SrU & 

TLC :Rf 0.64 (s\**)rv >v=i : 2) ; 

1 HNMR I 8 1.73 (m, 4 H) 2.04 (s, 3 H) 2.10 (m, 1 H) 2.62 (m, 2 H) 3.66 (s, 
6 H) 4.12 (m, 2 H) 4.87 (d, 1 H) 6.46 (s, 2 H) 6.89 (d, 1 H) 7.17 (m, 6 H) 7.48 
(m, 1 H) 8.13 (d, 1 H) 0 
[0 3 3 6] 

mmn2 3 (1) ~2 3 (4) - 

2 2 2 3 t ra*0»f^S: U, aTt^tfc*»^»t#fc. 

[0 3 3 7] 

^M#02 3 ( 1 ) _ . „ 

3- ( 1 (2 S) - 2- [ (S) - (3, y**s-A-**f-)\s7x-=-fr) > 

TLC : R f 0.098 (V?uu* *? y \ * = 9 : i) ; 

1 HNMR 8 7.70 (d, 1H) , 7.61 (m. 1H) , 7.42-7.06 (m, 7H) , 6.49 (s, 2H) , 4.83 

(d, 1H), 4.20 (dd, 1H), 4.03 (dd, 1H), 3.74 (s, 6H) , 2.58 (m, 2H) , 2.15 (m, 1H) 
, 2.07 (s, 3H), 1.95-1.20 (m, 4H)o 
[0 3 3 8] 

3(2) , 

4 - ( I (2S) - 2- [ (S) - (3, h^>-4->Wx^) (t h 

tlc : Rf 0.64 (^^r^y : w^$^-f-;v= l : 2) ; 

1 HNMR : 8 1.59 (m, 4 H) 2.08 (s, 3 H) 2.14 (m, 1 H) 2.60 (m, 2 H) 3.75 (s, 
6 H) 4.05 (dd, 1 H) 4.22 (dd, 1H) 4.81 (d, 1 H) 6.48 (s, 2 H) 6.93 (d, 2 H) 7.18 
(m, 5 H) 8. 04 (d, 2 H) 0 
[0 3 3 9] 

mmm 23(3) 

[3- ( I (2S) -2 - [ (S) - (3, f^y-4-^f)V7x^v) (H 

TL C • R f 0.31 (v^nn^ ? y : > ? y -;v = 9:1); 

1 HNMR ' 8 7.32-7.08 (m, 6H) , 6.92-6.78 (m, 3H) , 6.47 (s, 2H) , 4.82 (d, 1H) , 
4.12 (dd, 1H), 3.95 (dd, 1H), 3.72 (s, 6H) , 3.61 (s, 2H) , 2.62-2.50 (m, 2H) , 2. 
08-1.20 (m, 5H), 2.07 (s, 3H) G 
[0 3 4 0] 

mmw2 3(4) 

[4- ( | (2S) - 2- [ (S) - (3, 5-vM ^y-4-^f^7x-JV) (t 
TLC ' Rf 0.33 (i/?uu J ? y : * ¥ J 9 : l) ; 

1 HNMR : 8 7.30-7.08 (m, 7H) , 6.86 (d, 2H) , 6.47 (s, 2H) , 4.81 (d, 1H), 4.10 
(dd, 1H), 3.94 (dd, 1H), 3.72 (s, 6H) , 3.59 (s, 2H), 2.62-2.50 (m, 2H), 2.08 (m 
, 1H), 2.07 (s, 3H), 1.80-1.20 (a, 4H) D 
[0 3 4 1 ] 

1- | (2 S) -2- [ (S) - I [t e r (v^;V) yV/l/] ^ 
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— i h — t: n — ;v — 2 — * ^"^r v V — 1 

6 0 %7K^ / fb'^" f'J^A (24mg) ©^f;i/*;VA75 K (2ml) K7;v=r>#H 
^-f J-f-^ 1 H-l;n-;V- 2 1 (78m g) 0^f^*W7 5 

F (2ml) £flnx.fco M^5 0W3 0M#Uc ?1^^^UT% 
6T«Lf:ft^ll (200m g) fcill&fco RJSfi-fr** 5 Ottl 5f$W«#Lfco R 

:f^m^^^=i 0 : l) t-<£ otiSU HT©iM*tt 
SUMUfrfr* (166m g) £#7to 
tlc : Rf 0.58 (^-^>- : ftM^f-^= 4 : l ) ; 

1 HNMR : 5 7.26-7.02 (m, 5H) , 6.91 (dd, 1H) , 6.66 (dd, 1H) , 6.46 (s, 2H) . 6. 
06 (dd, 1H), 4.71 (d, 1H), 4.37 (dd, 1H) , 4.27 (dd, 1H) , 4.17 (q, 2H) , 3.79 (s, 
6H), 2.42 (m, 2H) , 2.07 (s, 3H) , 1.60-1.00 (m, 4H) , 1.27 (t, 3H) , 0.95 (s, 9H) , 
0.05 (s, 3H), -0.15 (s, 3H)o 
[0 3 4 2 ] 

mmm2 5 _ 

l-{(2S)-2-[(S)-(3, h^rV-4-^f-;V7^-;V) (fc in 

^v) -5-7xsM>f^l - 1 H- fcfn-;v- 2 

tlc : Rf 0.49 (y70D^>:^;-^9:i) ; 

1 HNMR : d 7.26-7.00 (m, 6H) , 6.79 (dd, 1H), 6.47 (s, 2H) , 6.11 (dd, 1H) , 4. 
65-4.55 (m, 2H) , 4.26 (dd, 1H) , 3.80 (s, 6H) , 2.42 (m, 2H) , 2.30 (m, 1H) , 2.08 ( 
s, 3H), 1.58-1.08 (m, 4H) C 
[0 3 4 3] 
mMW2 5 (1) ~2 5 (4) 

.x?-;v i H — tf n — ;v — 2 - AW^yV- KDftfrD tcffiiil-^tSt^tif »ff fcffl 
[0 3 4 4] 

«f!l2 5(1) _ . . 

1- 1 (2 S) - 2- [ (S) - (3, hdf'>-4->^>I/7i-^) (tin 

^f-;V] -5-7x = M^| - 1 H-H'7 7-)V- 4 
T L C I R f 0. 19 (i??uuj*?>:*9 J ~-)V= 911) ; 

1 HNMR I 5 7.97 (s, 1H) , 7.84 (s, 1H), 7.30-7.04 (m, 5H) , 6.50 (s, 2H) , 4.48 
-4.38 (m, 2H), 4.22 (dd, 1H) , 3.81 (s, 6H), 2.60-2.40 (m, 2H) , 2.22 (m, 1H) , 2.0 
8 (s, 3H), 1.80-1.10 (m, 4H) C 
[0 3 4 5] 

W2 5(2) 

1- I (2S) -2 - [ (S) - (3, 5-v^ (tin 

-5-7x-;K>f^| - l H- tfn-;v- 3 
tlc :Rf 0.66 (A*t> : StJ-f ^= i : 3) ; 

1 HNMR : 8 1.25 (m, 2 H) 1.58 (m, 2 H) 1.99 (m, 1 H) 2.09 (s, 3 H) 2.47 (m, 

2 H) 3.81 (s, 6 H) 4.03 (dd, 1 H) 4.14 (m, 1 H) 4.40 (d, 1 H) 6.45 (s, 2 H) 6.53 
(m, 1 H) 6.59 (m, 1 H) 7.05 (m, 2 H) 7.21 (m, 3 H) 7.36 (t, 1 H)„ 

[0 3 4 6 ] 

mmm2 5(3) 

(1 _ { ( 2 s) - 2- [ (S) - (3, h^-4-^f^7i-W (fc 1 

n*v) ^JV] -5-7x=M^I -lH-^f^r/HV-4->fJl/) W 
TL C : R f 0.16 (v^nn^ ^ > : * 9 = 9 11) ; 
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1 HNMR : S 8.00 (brs, 1H) , 7.28-7.10 (m, 3H) , 7.03-6.97 (m, 2H) , 6.68 (brs, 
1H), 6.45 (s, 2H), 4.30 (m, 1H), 4.20-3.95 (m, 2H), 3.75 (s, 6H) , 3.74-3.50 (m, 
2H)', 2.60-2.20 (m, 3H) , 2.05 (s, 3H) , 1.80-1.20 (m, 4H) Q 
[ 0 3 4 7] 

mm 2 5(4) 

(1 - j (2 S) - 2 - [ (S) - (3, 5-S>* h*'>-4-^A'7x^) (fc h 

tlc : Rf 0.38 (^nn^r/:^;-;v=4: 1) ; 

1 HNMR • 5 7.28-7.12 (m, 3H) , 7.08-7.02 (m, 2H) , 6.56 (s, 2H) , 4.55 (d, 1H) , 
4 07 (dd 1H), 3.94 (dd, 1H), 3.80 (s, 6H), 3.34 (s, 2H), 2.62-2.40 (m. 2H), 2. 
19 (s, 3H), 2.15 (m, 1H) , 2.07 (s. 6H) , 1.70-1.55 (m, 2H) , 1.45-1.10 (m, 2H) 0 
[0 3 4 8] 

H*fe0H 2 6 _ ^ ^ , . 

(1- i (2S) - 2- [ (S) - I [ter t--ff-fr (v^^) >>U>W] **v| 
( 3> 5 _y7 ^^-4-^f;U7x-JV) ^f-;V] - 5 -7i-^>f^l -1H 

TLC : Rf 0.39 (^*^> : Wftk*-* & = 4 : l) ; 

1 HNMR * 8 -0.19 (s, 3 H) 0.04 (s, 3 H) 0.94 (s, 9 H) 1.13 (a, 1 H) 1.42 (m, 
2 H) 1.64 (m, 1 H) 1.92 (m, 1 H) 2.08 (s. 3 H) 2.46 (m, 2 H) 3.52 (s, 2 H) 3.65 
(dd, 1 H) 3.80 (s, 6 H) 3.97 (dd, 1 H) 4.65 (d, 1 H) 6.00 (m, 1 H) 6.44 (m, 4 H 

) 7.07 (m, 2 H) 7.22 (m, 3 H)o 
[0 3 4 9] 

(1- j (2S) -2- [ (S) - (3, b^f^-4->f^7x^V) (UK 

n^v) -5-7x^M>f^l - 1 H-t°n-;v-3 -4 ;v) « 

£%ffll2 6"C»i£Lfc'ffrfr« (95m g) (75^y-;v (2ml) 5 N*BMfc?- > 

U*A;fc*ifc (1ml) £inx.*:o Kl^^^^x-78 0W, 150C, 15bar 

my^ovF^?^ :ftm^^^=2 : l) CiotilU UT 

<^M4«&*1"&^M^% (75m g) &#fco 

tlc : Rf 0.46 (^^-9-y : S^m^^-;v= l : 2) ; 

1 HNMR ! 5 1.18 (m. 2 H) 1.54 (m, 2 H) 1.98 (m. 1 H) 2.08 (s, 3 H) 2.47 (m, 

2 H) 3 50 (s, 2 H) 3.80 (s, 6 H) 3.96 (dd, 1 H) 4.05 (dd, 1 H) 4.41 (d, 1 H) 6.0 
6 (m. 1 H) 6.46 (s, 2 H) 6.55 (m, 2 H) 7.05 (m, 2 H) 7.21 (m, 3 H) c 

[0 3 5 0] 

(1- I (2S) - 2- [ (S) - (3, 5-S>* Y*c*s-A-*J-)\s?^=.)\>) (Kb 

tlc :Rf o.i6 Kt>:Stif^=i : D ; 

1 HNMR : 5 1.47 (m, 4 H) 2.09 (s, 3 H) 2.22 (m, 1 H) 2.42 (t, 2 H) 3.76 (s, 

2 H) 3.78 (s, 6 H) 4.12 (dd, 1 H) 4.28 (dd, 1 H) 4.65 (d, 1 H) 6.48 (s, 2 H) 6.9 
9 (m, 3 H) 7.15 (m, 6 H) 7.57 (d, 1 H)„ 

[0 3 5 1 ] 
9 
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(1 _ | (2S) -2 - [ (S) - I [tert-W (v?^;V) y'JiV] 

TKfjrffcV-^AT^-^A (15m g) Of h?tK07?> (1ml) W^^^^ 
1- | (2S) - 2- [ (S) - I [tert-W f ;V) V 

( 3 5-y^ify-4-^fiV7x-JV) -5-7x-M>f^| -1H 

_^ y v )V - 4 -^^yW^ (HtfeW i lH-e 
y V -_;V- 4 V- h &m^X$mW 2 4 tlWJ^W^fe-em^tL^) (40mg 

) OrfnFn77> (1ml) W^inx./io K^U^^MU^ 1 5 ^TO#L/c 

k.?z 0 m>&®iMmr?2 oz-mm&LJ-zo m&®*z>M^ nt, £iToittt^#t 

*$RS'ffr£l& (35m g) *#7t 0 

tlc : Rf 0.23 {^^^-y \WW.^^=2 \ \) ; 

1 HNMR I 5 7.42 (s, 1H), 7.30-7.05 (m, 6H) , 6.45 (s, 2H) , 4.72 (d, 1H) , 4.50 
(d 2H), 4.21 (dd, 1H), 3.94 (dd, 1H), 3.79 (s, 6H), 2.50 (m, 2X0. 2.20 (m. , 1H 
), 2.06 (s, 3H), 1.78-1.12 (m, 4H) , 0.94 (s, 9H) , 0.04 (s, 3H) . -0.16 (s, 3H) 0 
[ 0 3 5 2 ] 

3 0 , 
1 - | (2 S) - 2 - [ (S) - 1 [ t e r t V V >H **v| ( 

3> 5_ y ^ jU7x-JV) ^-^;V] -5-7x^M>fiM -4- ( 

^nn^fjy) — 1 H — tf 9 V- 

mmm 2 9 -em&Ltzik&m doom g ) ofF?^^?^ ( 2 m 1 ) or 

t).iJiW$> (52^ 1) . (I5.8mg) „ * 9 y*)V*=.)V? U -y 4 

y {22,1 1) *i]\i7L?z 0 KJB&&mzo°c^2 8?m, mux- immwkWL?z 0 m&m&m 

tlc :Rf 0.70 (A^t> : ftfxf;v=2 : 1) ; 

1 HNMR : a 7.44 (s, 1H) , 7.28-7.04 (m, 6H) , 6.45 (s, 2H) , 4.69 (m, 1H) , 4.49 
(s 2H) 4.21 (dd, 1H) , 3.95 (dd, 1H), 3.79 (s, 6H), 2.50 (m, 2H) , 2.18 (m, 1H) 
, 2'. 06 (s, 3H), 1.70-1.08 (m, 4H) , 0.94 (s, 9H) , 0.03 (s, 3H) , -0.171 (s, 3H) „ 
[0 3 5 3 ] 

d_ { ( 2 S) - 2- [ (S) - I [ter t -f^J^ ->V/W] t^vl 

( 3f 5 _^i.^-4-^f^7x^) -5-71-MWl -1H 

- tf 9 V— 4 — -f ;v) T-fe h — h U ;V 
HM1$) 3 0 "CiO! L tzik&% (DV ^^f^Ts^T^^r^y F (2ml) i»t:->7>ftt > 'J 

9 A (46m g ) * in x. o Rj£ift#» «r 2 O«#t^o RJftft^W fc* * in x. 

U *»U PlT©ittittt^IlMi (88m g) £#7c 0 
TLC I Rf 0.49 (^3^y : »9lif/l'= 2 : 1) ; 

1 HNMR : S 7.37 (s, 1H), 7.30-7.05 (m, 6H) , 6.45 (s, 2H) , 4.72 (d, 1H) , 4.21 
(dd, 1H), 3.9 6 (dd, 1H), 3.80 (s, 6H) , 3.52 (s, 2H), 2.50 (m, 2H) , 2.07 (s, 3H 
), l'. 75-1. 02 (m, 4H), 0.94 (s, 9H), 0.04 (s, 3H) , -0.17 (s, 3H) D 
[0 3 5 4] 

nnw 3 2 

(i _ J ( 2 S) - 2- [ (S) - (3, 4-^f;V7x^;V) (fc > 

$mm 3 1 ■cRfiLfe-fii^oi^ ; 5 NTjcm^b^- h u * A****ini*.;fc 
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T L C : R f 0.45 nn*;VA : * ? J 9 : 1 ) ; 

1 HNMR ' d 7.46 (s, 1H), 7.28-7.05 (m, 6H) , 6.52 (s, 2H), 4.42-4.35 (m, 2H) , 
4.06 (dd, 1H), 3.80 (s, 6H) , 3.52 (s, 2H), 2.62-2.38 (m, 2H), 2.15 (m, 1H) , 2.0 
7 (s, 3H), 1.85-1.02 (m, 4H) Q 
[ 0 3 5 5 ] 

1 - | (2 S) - 2 - [ (S) - I [tert-W vV;V] ( 

3> s^y^ K y_ 4 _^f;V7x-;v) ^ -5-7x-;MVf;H - 1 H - 

*lf|2 9TSj|L/dt^ (160m g) <omk^^ (1ml) fcyVW;V*^ 
vK (1ml) M»^Vxf;V7 5> (248^ 1) (1 
42m g) «rUnx.fco ES^i^SSt lt«#t^o >fft 

t % tettAjtofc-cifeifru i*a»thVfA-p|9iu ml, i«u mro% 

tt-fit**1-*«« > ffc'&W (274m g) fcftfco 

t l c : r f 0.50 (AWiyif^x-r^i : l) ; 

1 HNMR : 5 9.78 (s, 1H) , 7.88 (s, 1H) , 7.67 (s, 1H) . 7.28-7.03 (a. 5H) , 6.44 
(s 2H) 4.74 (d, 1H), 4.26 (dd, 1H) , 4.02 (dd, 1H) , 3.79 (s, 6H) , 2.54-2.44 (m 
, 2H), 2.19 (m, 1H), 2.06 (s, 3H) , 1.76-1.39 (m, 3H) , 1.12 (m. 1H) , 0.95 (s. 9H) 
, 0.04 (s, 3H), -0.16 (s, 3H)o 
[0 3 5 6 ] 
HSfe-PH 3 4 

(2E) -3- (1- I (2 S) -2- [ (S) - liter t (i> * 
*JU) y'JJV] **~>1 (3, 5 -y^ J rv-4-^fJV7x-JV) >^;V] - 5 - "7 

if^ 2- (yx^y*^*'j;v) T-tx-h (100m g) ©rWKFn77> 
(0 5ral) ^ftCTJV^^WT, 0tTJ*3)fftt > V * A (10. 7m g) *rfln*.fco_ 
?M*10^f«U fEW«3 3-C««Lfc'fk'&» (274m g) Or>7tKn77 
> (1 5ml) M^SDx/co JBOSiS#to*M-r3 0^W«#Lfco RJ&«#»fc** 

tax. im^^-^^tttB L£ 0 »m«7K> l^n^7X^f5fei#- U I&tMMt- b'JfA-e 

m ^f-;v=9 : 1-4 : 1) KiCCHfiU aTO»tt«*tt4*«ft^(l (H2m 
g) *»fco 

tlc • Rf 0.56 (^^-^ : yxf;vx-r;v= 4 : 1 ) ; 

1 HNMR • 8 7.63 (s, 1H), 7.49 (d, 1H) , 7.30 (s, 1H) . 7.27-7.12 (m, 3H) . 7.10 
-7 03 (m, 2H), 6.45 (s, 2H) , 6.12 (d, 1H) , 4.71 (d, 1H) , 4.28-4.17 (m, 3H) , 3.97 
(dd 1H) 3 79 (s, 6H), 2.52-2.42 (m, 2H) , 2.17 (m, 1H) , 2.06 (s, 3H), 1.71-1.3 
7 (m, 3H)'. 1.32 (t, 3H) , 1.12 (m, 1H), 0.94 (s, 9H), 0.03 (s, 3H) , -0.17 (s, 3H) 

[0 3 5 7] 

£tjfetil 3 5 

(2E) - 3- (1- 1 (2 S) -2 - [ (S) - (3, 5-5>* h*v-4-^;V7 

(tF^v) -5-7xxM>fJV| - 1 R-¥?y-)l/-4-4 

«M3 4-cm^tfc<b^*fflv>T, mmmi 9-11^2 o fcwi*«)»^*u a 

tlc :Rf 0.35 (^^r-9->- : g^m^^;v= l : 3) ; 

1 HNMR • § 1.20 (m, 2 H) 1.65 (m, 2 H) 2.08 (s, 3 H) 2.16 (m, 1 H) 2.45 (m, 
1 H) 2.58 (jo. 1 H) 3.81 (s, 6 H) 4.15 (dd, 1 H) 4.35 (d, 1 H) 4.41 (dd, 1 H) 6.1 
5 (d, 1 H) 6.50 (s, 2 H) 7.08 (m, 2 H) 7.24 (m, 4 H) 7.60 (d, 1 H) 7.73 (s, 1 H) 
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[0 3 5 8] 

3 -(l-|(2S)-2-[(S)-(3, 5-5>* 
^;V) (tFn + y) -5-7x=M>f^l — 1 H — t: "7 V— ;v — 4 — ^ 

) ^n/Vi- h 

(2E) - 3- (1- i (2 S) - 2- [ (S) - (3, 5-5» >*~>-4-^;V 
7x-/l/) (tFB^y) ^ ;v] - 5 -7i-MVf^| - 1 H — tf 7 y— 4 - 
-f;V) T^W-b (39m g) 10%^?^A-Jft* (8m g) 

> jMSU aTWtttf^tt^W^ (39m g) 

TLC:Rf 0.50 (^^r^> : ®^m^f-;v= l : i) ; 

1 HNMR : <5 7.35 (s, IH) , 7.29-7.12 (m, 3H) . 7.10-7.04 (m, 2H) , 7.00 (s, IH) , 

6 53 (s 2H) 4 77 (d, IH) , 4.40-4.29 (m, 2H), 4.14 (t, 2H) , 4.02 (dd, IH) , 3.8 

1 (s, 6H), 2.77 (t, 2H), 2.64-2.38 (m, 4H), 2.10 (a. IH) , 2.07 (s, 3H), 1.72-1.5 

7 (m' f 3H), 1.25 (t, 3H), 1.12 (m, 1H) 0 
[0 3 5 9] 

3- (1- I (2 S) - 2- [ (S) - (3, >*i/-4-^f^7x^) ( 

HFn^v) -5-7x-M>f)H - 1 H - ^ 7 V-fr- 4 - A fr) 7*'* 



Skim* »J5 (l) fcra»^>»^*u ^Towtt 

tlc : Rf 0.35 : ftBftj.f-^= l : 3) ; 

1 HNMR * d 1.23 (m, 2 H) 1.62 (m, 2 H) 2.07 (s, 3 H) 2.17 (m, 1 H) 2.55 (m, 
4 H) 2.75 (t, 2 H) 3.79 (s, 6 H) 4.03 (dd, 1 H) 4.34 (m, 2 H) 6.51 (a, 2 H) 7.00 
(s, 1 H) 7.08 (m, 2 H) 7.23 (m, 3 H) 7.35 (s, 1 H)„ 
[0 3 6 0] 

!?* W (2 S) - 2- [ (S) - I [t e r t-^* (v^^) S"J ( 
3> 5 4 -*<f-fr7 ^f^] .-5-7x-M>fJV| -1H- 

HPTLC:Rf0.22 (^^ > : »-^f-^= 9 : 1 ) 

1 HNMR I <5 9.92 (s, IH) . 7.30-7.05 (m, 6H) , 6.73 (d, IH), 6.46 (s, 2H) , 4.72 
(d IH), 4.30 (dd, IH), 4.11 (dd, IH), 3.80 (s, 6H) , 2.49 (m, 2H) , 2.22 (m IH) 
2.07 (s, 3H), 1.75-1.10 (m, 4H) , 0.94 (s, 9H) , 0.04 (s, 3H) , -0.16 (s. 3H) o 
[0 3 6 1 ] 

3 _ (1- | (2 S) -2- [ (S) - (3, f^y-4-^f;V7x-;v) ( 

tF n^) -s-yx-MV^I - 1 H- \Z?V-*- 3 ->f^) 7n;< 

TLC : R f 0.32 (y^nn^r/ : 9 9:i); 

1 HNMR : d 7.32-7.05 (m, 6H) , 6.53 (s, 2H) , 6.01 (d, IH) , 4.39 (d, IH) , 4.32 
(dd, IH). 4.03 (dd, IH), 3.81 (s, 6H), 2.97 (t, 2H), 2.72 (t, 2H) , 2.62-2.38 (m 
, 2H), 2.10 (m, IH), 2.07 (s, 3H), 1.70-1.55 (m, 2H) , 1.40-1.05 (m, 2H)o 
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[0 3 6 2] 

(1- I (2S) -2- [ (S) - (3, 5-S>* h*V-4->*-*7*-*0 h 
jmW3 8-e«jtL^b-frW*fflv>r, Hife0J2 9-^»!l3 0-»3 l-«ffl 
TLC:Rf 0.50 (^no*;vA:^y-^=9:i) ; 

1 HNMR * $ 1.23 (m. 2 H) 1.64 (m, 2 H) 2.07 (s, 3 H) 2.15 (m, 1 H) 2.50 (m, 

2 H) 3.72 (s, 2 H) 3.79 (s, 6 H) 4.09 (dd, 1 H) 4.31 (dd, 1 H) 4.43 (d, 1 H) 6.1 

3 (d, 1 H) 6.51 (s, 2 H) 7.08 (m, 2 H) 7.20 (m, 4 H) 0 

[0 3 6 3] 

mm 4 1 (1) *JJ:lM 1 (2) o ( 

[0 3 6 4 ] 

jm®*l (l ( ) zs) _ 2 _ c (s) _ , [t e r t-W ~>V;V] * 

^, >( ( 3> 5 _, > v^^-4-^f;v7x-;v) ^/v] - 5-"7^-A^V:f-;v| 

_ 3 _ ^ f-;v— 1 H — tf 9 V— A — 5 — * A* ^ V — h 
TLCiRf 0.63 (A^f^:S«xfjV=2:l) ; 

1 HNMR * 5 7.28-7.04 (m, 6H) , 6.55 (s, 2H) , 4.67 (d, 1H) , 4.59 (dd, lH) , 4.4 
1 (dd, 1H), 4.25 (q, 2H), 3.80 (s, 6H), 2.42 (m, 2H) , 2.40 (m, 1H) , 2.23 (a. 3H) 
, 2.06 (s, 3H), 1.60-1.20 (m, 4H) , 1.32 (t, 3H) , 0.91 (s, 9H) , 0.00 (s, 3H) , -0. 

18 (s, 3H) 0 
[0 3 6 5] 

JWJ4 1 (2)^^ _^ [ (s) _ ( [tert _^ ;v * 
_ 5 i h- tf 5 7-^ - 3 -*)V* ,j f->l- 1 

TLCiRf 0.52 (^^> :f»^A=2 : 1) ; 

1 HNMR ' S 1 HNMR I S 7.30-7.06 (m, 6H) , 6.47 (s, 2H) , 4.78 (d, 1H) , 4 37 
(a 1H) 4 14 (m, 1H) , 4.03 (dd, 1H), 3.80 (s, 6H), 2.48 (m, 2H), 2.08 (m, 1H), 
2.06 (s,'3H), 2.02 (s, 3H) , 1.72-1.20 (m, 4H), 1.37 (t, 3H) , 0.95 (s, 9H) , 0.04 
(s, 3H), -0.15 (s, 3H)o 
[ 0 3 6 6 ] 
MMM 42(1)^3^0*42(2) 

-mmu id) it&mttzimmmi 1(2) it&m*m^x, «^j2 9-+mmw 

[0 3 6 7] 

mMM 4 2(1) „ , , ,„ 

(1- I (2S) -2- [ (S) - (3, 5-v^ h**-4-***7*-/l0 

n**) -5-7*~^>^>H -3-^^-iH-^y-;v-5-^;v 

) T \ • 

TLC'Rf 0 19 (y^nn^>:^y — ;v = 9 : l ; , 

1 HNMR ' 8 7.32-7.04 (m, 5H) , 6.54 (s, 2H) , 5.96 (s, 1H) , 4.58 (d, 1H) , 4.15 
-3.90 (m, 2H), 3.79 (s, 6H) , 3.51 (d, 2H) . 2.65-2.38 (m, 2H) , 2.23 (s, 3H) , 2.20 
(m, 1H), 2.07 (s, 3H), 1.75-1.10 (m, 4H)o 
[0 3 6 8] 

mmm 42(2) 
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(1 - | (2 S) -2- [ (S) - (3, 5-S» b^y-4-^^V7x-;V) (fc K 
n^f-v) -5-^f-;v-lH-tf9y-;v-3--^^ 

) WW. 

t l c • R f 0.37 (y^nn^r/:^ / -;v= 9 : 1 ) ; 

1 HNMR : * 7.32-7.04 (m, 5H) , 6.52 (s, 2H), 5.90 (s, 1H), 4.64 (d, 1H), 4.03 
(m. 2H), 3.80 (s, 6H) , 3.67 (s, 2H) , 2.62-2.40 (m, 2H), 2.20 (m, 1H) , 2.15 (s, 
3H). 2.07 (s, 3H), 1.72-1.16 (m. 4H) C 
[0 3 6 91 

»J4 3 (1)^^4 3 (2) m 

mmm i e xm&vtztt&m t 3->f;v-iH-^ v - * - 4 - * * * j 
JttL^ fiw^o 

[0 3 7 0] 

4 3(1) _ ^ ^ , . 

(1 _ j ( 2 S) - 2- [ (S) - ! [tert (V * f^) "> V ^] 

^fjv-iH-t°7 V- ;v - 4 - -f ;v) *9 J—fr 
HPTLC:Rf 0.41 if^**i-y : S^m^f-^= 1 : 1) ; 

1 HNMR ' 5 7.30-7.02 (m. 6H) , 6.44 (s, 2H) , 4.71 (d, 1H) , 4.44 (d, 2H) , 4.15 
(m 1H), 3.86 (dd, 1H), 3.79 (s, 6H) , 2.52 (m, 2H) , 2.21 (s. 3H) , 2.20 (m 1H) , 

2.05 (s, 3H), 1.80-1.10 (m, 4H) , 0.94 (s, 9H) , 0.04 (s. 3H) , -0.16 (s, 3H)o 
[0 3 7 1 ] 

( I — j ( 2 S ) - 2 - [ ( S ) - I [tert-W ( v ^^) v U ;v] t + y| 
( 3; 5 _y^ ^y_ 4 _^f ]V7i-;v) -5-71^^1 -5- 

> ^;v- 1H-H7 V- ;v- 4 - W ;v) ^ * y - ;v 

HPTLCiRf 0.34 : 1 • 1 ) '* 

1 HNMR • S 7.36 (s, 1H) , 7.28-7.04 (m, 5H) , 6.48 (s, 2H) , 4.80 (d, 1H) , 4.44 

(s 2H) 4.07 (m. 1H) , 3.91 (dd, 1H), 3.79 (s, 6H) , 2.52 (m, 2H) , 2.18 (m, 1H) , 

2.06 (s! 3H), 2.01 (s, 3H), 1.78-1.10 (m, 4H) , 0.97 (s, 9H) , 0.05 (s, 3H) , -0.1 

4 (s, 3H) 0 
[0 3 7 2 ] 

gMffl 4 4 (1) £ £ Xf 4 4 (2) 

*WJ4 3 (1) ft-&»ifcli**«4 3 (2) ft^*fflv*T, 

3 o-*«i5j3 1— «ss«3 2 hmm<omt*^ ^T^um»t#^o 

[0 3 7 3 ] 

«^!14 4(1) 

(1- I (2S) - 2- [ (S) - (3, >^v-4-^f;V7x-JV) (fc > 

) 

TLC'Rf 0 44 (y^nnir/:^^-* =9 : 1 ) > 

1 HNMR • S 7.29-7.05 (m, 6H) . 6.54 (s, 2H) , 4.39 (d, 1H), 4.27 (dd, 1H) , 3.9 
7 (dd 1H) '3.81 (s, 6H), 3.43 (s, 2H) . 2.62-2.38 (m, 2H) , 2.21 (s, 3H) , 2.10 (m 
1H), 2.07 (s, 3H), 1.70-1.52 (m, 2H) , 1.38-1.05 (m, 2H) C 
[0 3 7 4] 

mM? 1 4 4(2) 

(1- I (2 S) -2- [ (S) - (3, 5— h^v-4-^f^7i^V) (t: h 
) i \ • 

tlc : R f 0.44 (^dd^v : ^ ^y-;v=9 : i) , 
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1 HNMR * $ 7.43 (s. IH) , 7.29-7.04 (m, 5H) , 6.55 (s, 2H) , 4.57 (d, IH) , 4.14 
(dd IH) 4.02 (dd, IH), 3.80 (s, 6H) , 3.43 (s, 2H) , 2.62-2.38 Cm. 2H) , 2.18 (m 
, IH), 2.10 (s, 3H), 2.07 (s, 3H) , 1.80-1.10 (m, 4H) 0 
[0 3 7 5] 

3 _ (1 _ | ( 2 S) -2- [ (S) - (3, 5-^h^>-4->Wx-A') ( 

1- I (2 S) -2- [ (S) - I [t e r t-^V (S^**) v'^V] 
^, >( (3 5 _^ K .>-4-^Wi^) ^^^1 -5-7x-M>f^ 

H-t°n-;v- 3-*myW h £J?v>T. fUJfefll 2 4 t RfllOiftffs* LTlt Lfc 
) fc^T. 2 9 3 3 -HJ&fl! 3 4 3 6 -^Sfe« 3 7 IM<DS 

TLC-Rf 0.21 (^Jf^v : f^^^;v= i : l) ; 

1 HNMR * 1.19 (m, 2 H) 1.53 (m, 2 H) 1.98 (m, 1 H) 2.08 (s, 3 H) 2.43 (m, 

2 H) 2.56 (t. 2 H) 2.76 (t, 2 H) 3.80 (s, 6 H) 3.94 (dd, 1 H) 4.02 (dd, 1 H) 4.4 
0 (d, 1 H) 5.95 (m, 1 H) 6.40 (m, 1 H) 6.46 (s, 2 H) 6.51 (t, 1 H) 7.14 (m, 5 H) 

o 

[0 3 7 6] 

(3 S) -3 - [ (S) - I C t e r t v'J ^] (3 , 5 

tlc • Rf 0.50 (^**r> : WW^^= 8 : i) ; 

1 HNMR I £ 7.30-7.09 (m. 5H) , 6.41 (s, 2H) , 4.55 (d, IH) , 3.80 (s, 6H) 2.63 
-2.52 (m, 3H), 2.37 (dd, IH) , 2.08 (s, 3H) , 1.94-1.84 (m, IH) , 1.75-1.39 (m, 4H) 
, 0.92 (s, 9H), 0.06 (s, 3H) , -0.20 (s, 3H) 

(3S) - 3- E (S) - \ [tert-W (v^f-;V) **v} (3, 5 

Hi&^4 6-e^b^h^ (357mg) (7ml) Mi:7;V3^f K 

T - 7 8 "Ctrl OlM^KSS-ftSM V7'f;VT^5 - ? A (1.5m 1 ) *kM 

*3/*A"C«£*U I1L, ftTOWt^tSW^ (370m g) *»fco 

tlc :Rf 0.49 (A+t>:SSl^=8 : l) o 

[0 3 7 7 ] 

(5*f-3- [ (S) - 1 [t e r t-7^;V (V***) v U ;V] (3, 5 

M#I|4 7TltL^tl (370m g) ©ter t - "Tf-frTfr 3 (8ml) t 
* (2ml) Ofi#*«tKl2-^^^-2-^> (0.37ml) , V > U * 

A (138m g) * J: ^Mtttt > V * A (260m g) fcSllfcfco RlSMtISt70 

(320m g) &#fco 

tlc ; R f o. 13 (^^r^> : i^m^^;v= 2 : i) o 

[0 3 7 8] 
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•^ ;V 4 - ( 1 (3S) -3 - [ (S) - I [ter ~> U 

***s\ (3, ^f-;v] -6-7^-*"^^ 

4 8 LfcflS^ (320m g) O^nn^V (10m 1 ) f-^ 

y -3-ii KnW^yi- hmm^ (218m g) > b'JiWr/ (0.23 
ml ) ^tpn^y^yypJTV"^ (148m g) . l -jnf-ZI/- 3 - [3- (v 
7°nt°jV] *iV-fy^ (247m g) frUn&fco RJS?!^ £ f 




p, kfc^tt y'J*-y^*7A?nvh777^- : ®^^f-;v= 2 : l) n 

ioTffimU &TOWtete*#?"**»ffr£W (330m g) £#fco 

TLC:Rf 0.36 (A^t>:l«^f^-i : D ; 

1 HNMR • S 7.31-7.12 (m, 5H) , 6.43 (s, 2H) , 5.86-5.77 (m, 1H) . 4.70 (d, 1H) , 
4 07-3.96 (m, 1H) . 3.79 (s, 6H) , 3.70 (s, 3H) , 3.63 (t, 1H) , 3.47-3.35 (m, 1H) . 
3 17-3 04 (m, 1H) , 2.62-2.53 (m, 2H) , 2.47-2.41 (m, 2H) , 2.35 (d, 1H) , 2.11-2.0 

2 (m, 4H), 1.75-1.22 (m, 4H) , 0.92 (s, 9H) , 0.02 (s, 3H), -0.16 (s, 3H) Q 

[0 3 7 9] 

jlf^l - ( | ( 3 S) -3- [ (S) - i [t e r (v^^) S"J 

(3, 5-^f^>-4-^Wx^) - 6 -:7^-;vn*^ 

M4 9tlSLm» (99mg) 0'^nn^> (5ml) 1 , 1,1 

-hUX -1, 1-^Fn-l, 2-^>X3-F^rV-)V-3- (1 

H) (Dess-Martinf*3S, 105mg) fcimx-fco RJfc*#W*£fi"?l- 5B#H»Lfc 

M^i^y^Dn^r/T«U «fe5fijR«7K*^>V>A^?S, tK> ££M11 

t^r-rsanB^w (eimg) £#£ 0 

t L c • R f 0.54 (^^> : ft^cf-;v= l : l ) ; 

1 HNMR : d 7.29-7.12 (m, 5H) , 6.44 (s, 2H) , 6.08 (t, 1H) , 4.68 (d, 1H) , 4.17 
-4 12 (m, 2H), 3.79 (s. 6H), 3.74 (s, 3H), 3.47 (s, 2H) , 2.60-2.53 (m, 2H) , 2.43 
-2.34 (m, 1H), 2.15-2.03 (m, 5H) , 1.74-1.22 (m, 4H) . 0.92 (s, 9H) , 0.02 (s, 3H) , 
-0.17 (s, 3H)o 
[0 3 8 0] 

^ * (2- 1 (2 S) -2- [ (S) - I [t e r f^** 5"^] 

I -l 3 -f-TV-;v- 5 --f ;v) r-bx-V 

HifrPS5 0 -e^L^^^ (30mg) (3ml) »8tK2, 4-^ (4 

-^*y7x^)-l, 3-yf7-2, 4-^7xr/-2, 4-v*;V7-f 
K (Lawe88on'8*aH, 23mg) *ini*.fco RJEBfi-frW* 3 0^M*«EU 

8 : 1) CicttSU J&T©Wtefc*#?" (28m g) fc#;fco 

tlc : Rf 0.28 (^-g-v : f^^-f-;v= 4 : l) ; 

1 HNMR * 8 7.40 (t, 1H) , 7.28-7.08 (m, 5H) , 6.48 (s, 2H) , 4.71 (d, 1H) , 3.80 
(s 6H) 3.78 (d, 2H), 3.73 (s, 3H) , 3.09 (dd. 1H) , 2.88 (dd, 1H) , 2.54-2.46 (m 
, 2H), 2.16-2.03 (m. 4H) , 1.71-1.23 (m, 4H) , 0.92 (s, 9H) , 0.02 (s, 3H) . -0.18 ( 

s, 3H) 0 

[0 3 8 1] 
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MMM 5 2 . . 

(2- I (2 S) - 2- [ (S) - (3, h^ry-4-^f^7x^;l/) (t P 

tlc : Rf 0.33 (y^nn^y:^y-)v=9 : i) ; 

1 H N M R (CD30D) I 5 7.42 (s, 1H), 7.19-6.99 (m, 5H), 6.58 (s, 2H), 4.59 (d, 1H 

), 3.81 (s, 2H), 3.79 (s, 6H) , 3.14 (dd, 1H), 2.94 (dd. 1H), 2.44 (t, 2H) , 2.26- 
2'. 13 (m, 1H), 2.01 (s, 3H), 1.61-1.15 (m, 4H)o 
[ 0 3 8 2 ] 

H«J 5 3 ^ . ^ 
^ ;V/ ( 2 - I (2 S) -2- [ (S) - I [t e r t-^^ (v^;V) W ;V] 

^^, >( (3> 5 _^ K y_4-^f;V7x^) -5-7x-M^ 

} _ ! 3 -^-d e -9-v*-;v- 5 --T;v) r-t-r- h 

HJ7x-;v*X70 (137m g) iitfaf* (132m g) cov^nn^^> (5ml 
) «i:il^5 0T?»jftLfc<k#» (104m g) ^itl'b'JxfA'T^ (0.15ml) 
^nn>r/ (5ml) igifcfciJniLfco RJSS'frW* * 3 5 M3_. 5RHB«#Lfco 
M^^iL^o ft ^> 'j*^*^^^ £9 7* - £ 

:^f^= 6 : 1) ciotiSU ^T^tittf^ttsm^i (29m g) * 

tlc : Rf 0.25 (^-^v : *at^^= 4 : 1) ; 

1 HNMR : 5 7.28-7.09 (m. 5H) . 6.80 (s, 1H) , 6.46 (s, 2H) , 4.68 (d, 1H) , 3.79 
(s 6H), 3.71 (s, 3H), 3.62 (s. 2H) , 2.86 (dd, 1H) , 2.72 (dd, 1H) , 2.56-2.47 m 
, 2H). 2.20-2.10 (m, 1H) , 2.05 (s, 3H) , 1.71-1.19 (m, 4H) , 0.91 (s, 9H) , 0.01 (s 
, 3H), -0.19 (s, 3H) 0 
[0 3 8 3 ] 

(2- I (2 S) - 2- [ (S) - (3, 5-v^ >^y-4-^f;V7x-;v) (fc F 
n^,^ ^ ;v] _ 5 _ 7i ^^>^^| -1, 3-^^r^v^-;v-5-^;v) 

T ©tote-lit *■ 1" * tRflMb-frW * ft o 

tlc : Rf 0.32 (^nn^ * > : p< * ^ -;v= 9:i) ; 

1 HNMR (CD30D) I 5 7.21-7.01 (m, 5H), 6.82 (s, 1H) , 6.55 (s, 2H) , 4.57 (d, 1H 
), 3.78 (s, 6H), 3.67 (s, 2H) , 2.92 (dd, 1H) , 2.74 (dd, 1H), 2.47 (t, 2H) , 2.30- 
2'. 16 (m, 1H), 2.00 (s, 3H) , 1.59-1.12 (m, 4H) Q 
[0 3 8 4] 

(2R) - 2- [ (S) - I [tert-7f;V (v^f-;V) v V ;v] (3, 5 

HJfe«l 3T?*iib^b'frW (4.97g) Of >5t>*n77V (7 5ml) fc* (2 5 
m 1 ) 0 °C^7»ffc 'Jf7A (2. 43 g ) ©30 %Sa&<t2k^#. (10m 1 ) MM 

m*Mz.fco B£«1^^0fC3^WL/:o Rt5MtI*fth^A (14.5 
g ) c^tK (100ml) »«U 5NI1 (14ml) Srftlfcfco RJ£?I^%£7«L> 

ttLfeo nbtifcmm*^') n>*7A^7f^77^ (^*^> : s^m^^-^= 

i-i) cic-ciiu Ifc^ti (2.05g) fcftfco ioi^a-cft^amft^ 
m^i 4 fcra*oi*^*u iN«*fflv>t:tn7K^u ar©»tti*tt 

TLC : Rf 0.26 (^^-9-> : ^ai^;V= 4 : 1 ) ; 

1 HNMR I 8 -0.21 (s, 3 H) 0.01 (s, 3 H) 0.83 (s, 9 H) 1.21 (m, 1 H) 1.59 (m, 
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3 H) 2.08 (s, 3 H) 2.50 (m, 2 H) 2.71 (m, 1 H) 3.80 (s, 6 H) 4.65 (d, 1 H) 6.46 
(s, 2 H) 7.04 (m, 2 H) 7.17 (m, 3 H) Q 

[0 3 8 5] 

*fTl- ( I (2R) -2- [ (S) - I [tert-^V v^V] 
(3, 5-^b^-4-^Wi-JI/) -5-7xiM^>' 

^SkM5 5*MLfc*frfrW (lOOmg) »v^n^> ( 1 ? *^ 0 J^* 
^^Hn^^f K (37^ 1) fc»SI«v^^^^5 KfciPxfco RJ£fi#W* 

M yyx-f (384mg) (1ml) »«CK 0 TCT? h 

(44 « 1) t^btifzW.?V7 4 VWtrnu* (1ml) aF**lnxfeo RtStRo 

tV'J*W9A^n7h^?7^- :ftm^^=8 : l-*4 : 1) fc-t 

otffll, ftT«!|ttf^tt^W^ (42m g) *#fco 

TLC:Rf 0.54 (A^tv:»ixf^=2: i) ; 

1 HNMR 1 5 8.20 (b, 1H), 8.00 (d, 2H) , 7.60 (d, 2H) . 7.28-7.08 (m. 5H), 6.42 

(s, 2H), 4.73 (d, 1H), 3.90 (s, 3H) , 3.69 (s. 6H) , 2.58 (t, 2H) , 2.49 (m 1H) , 
2.04 (s, 3H), 1.90-1.30 (m, 4H), 0.86 (s. 9H) . -0.01 (s, 3H), -0.15 (s, 3H) 0 
[0 3 8 6] 

4 — ( | (2R) — 2 — [ ( S ) — (3, 5 — v> (fc h 
n^v) - 5-7x-A"?J'^>'>f^ 7?7) SA#Hfe 

T ©HMtte £ * IS® <fc£-% * # o 

TLC - Rf 0.30 (y^nn^r/:^^7-JV=9 : l) ; 

1 HNMR • * 8.04 (d. 2H), 7.67 (s, 1H) , 7.58 (d. 2H) , 7.30-7.08 (m, 5H) , 6.49 
(s, 2H), 4.83 (d, IB), 3.75 (s, 6H). 2.65-2.50 (m, 3H) , 2.06 (s. 3H) , 2.02-1.20 

(m, 4H) 0 
[0 3 8 7] 

[0 3 8 8] 

HJfeflJ 5 7(1) _^ , 

3 - ( i (2R) - 2- [ (S) - (3, 5-v^ l^y-4-^fiWx^) 

n*-» ^^>»V] - 5-7x-M>^-f^l 7?7) ^Ifl 
TLC " Rf 0.17 (•/^nn^r/':^7-^=9 : 1) ; 

1 HNMR '. 8 7.98 (m, 1H) . 7.92 (d, 1H) , 7.81 (d, IB) , 7.70 (s, 1H) , 7.40 (dd, 
1H), 7.29-7.09 (m, 5H) , 6.50 (s, 2H) , 4.83 (d, 1H) . 3.75 (s, 6H) , 2.65-2.52 (a. 
3H)', 2.06 (s, 3H), 2.05-1.40 (m, 4H) Q 
[0 3 8 9] 

$mm 57(2) 

[4- ( i (2R) -2- [ (S) - (3, 5-v^ f^fy-4->f^7x^) (H 

Kp^v) -s-v^-frso* s 757) 7x-;v] 

T L C * R f 0. 10 (y^nn^r/:^7-JV=9 : l) ; 

1 HNMR • 8 7.43-7.36 (m, 2H), 7.30-7.10 (m, 8H), 6.49 (s, 2H), 4.80 d, 1H ). 
3.75 (s, 6H), 3.62 (s, 2H), 2.65-2.42 (m, 3H) . 2.06 (s, 3H) , 2.00-1.30 (m, 4H) 
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[0 3 9 0 ] 

mmms 7(3) 

[3- ( I (2 R)- - 2- [ (S) - (3, b^>-4->Wx^) (fc 

tlc : Rf 0.14 (y^no^r/:^;-jv=9: 1) ; 

1 HNMR : S 7.47 (s, 1H), 7.40-7.35 (m, 2H) , 7.29-7.08 (m, 6H) , 7.02 (d, 1H) . 
6.47 (s, 2H), 4.79 (d, 1H) , 3.74 (s, 6H), 3.61 (s, 2H) , 2.58 (m, 2H) , 2.50 (m, 
1H), 2.06 (s, 3H), 2.00-1.42 (m, 4H)o 
[0 3 9 1 ] 

%1kW 5 8 , _ 

(2 S, 3 S) - 3- I [ter t W^] -2- (2, 

3 - y t Kn - 1 H-^f >r/ - 2 - 'f f iV) - 3- (3, 5-v^> d rV-4-^ 

5-7i-MV^ ^n^O"^^^ 3- (2, 3-ytFo-lH- 

i 4-*wj 1 1 e tra«©*ft* u ^T©»ttt«t^iw 

TLC : Rf 0.86 ( h ' WpWt^^= 4 : 1 ) ; 

1 HNMR * 5 7.18-7.02 (m, 4H) , 6.46 (s, 2H) , 4.65 (d, 1H) , 4.41 (dd, 1H) , 4.3 
1 (dd 1H), 3.80 (s, 6H), 3.10-2.92 (m, 2H) , 2.95 (s, 3H), 2.60-2.38 (m, 4H) , 2 
.06 (s, 3H), 1.58-1.22 (m, 2H) , 0.90 (s, 9H) , 0.06 (s, 3H), -0.19 (s, 3H) D 
[0 3 9 2] 

{1- [ (2S, 3S) -2- (2, 3-^Fo-lH-r/7 ! >-2-^WW 
_ 3 _ ( 3> 5 _~>^^y-4-^f;V7x-Jv) -3-tKn^^7°nH°jV] -1H 

- K'n-jv- 3 --T;v( ftM 

[0 3 9 3 ] 
[ft 5 0 ] 

OH 

H 3 CO ' 




HOOC 



[0 3 9 4] 

&Bm5 8T?»*Lfcft#4fe*fflV»T, «1?!J2 6-f|»J2 7 2: ITO©*^ * U & 
T «5fttt* * * * &Sft * # ^ o 

: ; 
TLC -Rf 0.39 (^nn^^y:^^^-^=9: D ; 

1 HNMR : 8 7.15-7.02 (m, 4H), 6.64 (m, 2H) , 6.49 (s, 2H) , 6.08 (dd, 1H) , 4.4 
6 (d 1H), 4.15 (dd, 1H), 4.01 (dd, 1H), 3.81 (s, 6H) , 3.53 (s, 2H) , 3.02-2.88 ( 
m, 2H), 2.50-2.28 (m, 3H), 2.15 .(m, 1H) , 2.06 (s, 3H) , 1.42-1.35 (m, 2H)o 
[0 3 9 5] 

»5 9 (1)~5 9 (5) _ 
3 _ (2, 3-y'nFn-iH-r/r/-2-^iV) 7>n^V-;V ? n 7 J > ^>ft 
*>D IcffisV^m^n^-r Kft£**, 3, 5-y , ^^y-4-^fMyX7Ji/r't 
K^0t:fflSfS7A'7 , t Fft^«ffiv>T, mm 5 8-»^5 9 fcRH*<&«fP 
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[0 3 9 6] 

**«5 9 (1) _ K , > _ 4 _^;V7x^) (fc F 

Ji^'il-fv] - 5 -^"-3->Uy^;M -iH-en-;v-3-^;v) ft* 
tt^t : 7^77^ ; 

T L C ' R f 0 52 (y^nu^r/'J^'" ;v = 9 : l ) , 

I HNMR £ ' 7. 20 (dd, 1H), 6.83-6.77 (m, 2H), 6.58-6.54 (m, 2H), 6.47 (s, 2H 
6.08-6.05 (m. 1H) , 4.43 (d, 1H), 4.09-3.93 (m, 2H) , 3.81 (s, 6H) , 3.52 s 2 ) 

'. 2.58-2.40 (m, ZH). 2.08 (s, 3H) , 2.08-1.95 (m, 1H) . 1.62-1.48 (m. 2H), 1.31-1. 

II (m, 2H) 0 
[0 3 9 7] 

HJfefll 5 9(2) 

il- [ (2S, 3S) -2- (1, 3-^/Vy^V-)V-2-^Mfl ! 1-3- 
-;v- )V\ 

xlc • Rf 0 51 (y^nn^^:^y-^=9 : l) . 

1 HNMR * 8 1.77-2.00 (m, 2 H) 2.06 (s, 3 H) 2.42-2.60 (m, 1 H) 3.51 (s, 2 H) 

3 80 (s 6 H) 3.98-4.09 (m, 1 H) 4.09-4.22 (m, 1 H) 4.62 (d, 1 H) 5.81-5.89 (m, 
1 H) 6.08 (t, 1 H) 6.48 (s, 2 H) 6.65 (d, 2 H) 6.70-6.84 (m, 4 H)o 

[0 3 9 8] 

,f W r 5 ( ! s 3) 3S) -2- (2 3 - v * F u - 1 H - 4 > T> - 2 - 4 

3 -4 /H ft* 
1£tft : 7^77^ ; 

T L C * R f 0 17 (^^r^^ I I^^-^^= 1:2) ; 

1 HNMR ' 5*7.20-7.05 (m, 4H) , 6.65-6.60 (m, 2H) , 6.52 (s, 2H) , 6.08 (m, 1H) , 

4 44 (d 1H), 4.20-3.90 (m, 2H) , 3.84 (s, 6H) , 3.83 (s, 3H), 3.52 (s 2H), 3.00 
-2.90 Cm, 2H), 2.50-2.30 (m, 3H) , 2.20-2.10 (m, 1H) , 1.40-1.30 (m, 2H)o 

[0 3 9 9] 

»J5 9(4) _ _ 

11- [ (2 S, 3 S) - 3- (4-T-t^-3, 5-v> b+v7i^) -2- I 
2> 3 -ytFn-lH-^r/-2-^Mf)V) -3-U'n^7*nn;v] -1 

H-trn-/!/- 3 ->f ft* 

: 7^7 7^ ; 

TLC ' R f 0.20 (v^nn^ ^> : ^ ^7->>v = 9:1); 

1 HNMR * 5 7.20-7.08 (m, 4H) , 6.61 (dd, 1H), 6.56 (m, 1H), 6.49 (s, 2H), 6.0 
6 (m 1H), 4.54 (d, 1H) , 4.10 (dd, 1H) , 3.97 (dd, 1H) , 3.79 (s, 6H) , 3.50 s, 2H 
), 3'. 06-2. 94 (m, 2H) , 2.60-2.38 (m, 3H), 2.46 (s, 3H) , 2.18 (m, 1H) , 1.42 (m, 2H 

[0 4 0 0] 

^ifei^fl 5 9 ( 5 ) 

11- C (2 S, 3 S) -2 - (2, 3-vtFn-lH-Of>-2-Wf;V) 
_ 3 _ ( 4 -^;v-3, 5 -y^^>7x^V) -3-tFn^7nEiV] -1H 
_K°n-;v- 3 -4M ft* 

TLC:Rf 0.56 : 2) ; 

1 HNMR : 5 7.20-7.05 (m, 4H) , 6.65-6.60 (m, 2H) , 6.49 (s, 2H) , 6.08 (t, 1H) , 
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4 46 (d 1H), 4.20-3.90 (m, 2H), 3.80 (s, 6H) , 3.52 (s, 2H) , 3.00-2.90 (m. 2H) , 
2.62 (q, 2H), 2.50-2.30 (m, 3H), 2.20-2.10 (m, 1H), 1.40-1.30 (m. 2H) , 1.05 (t, 

3H)o 

[0 4 0 1 ] 

1- [ (2 S, 3 S) -3- I [ter t -^f-JV (v^;V) v V ^] - 2 - 

( 2 3 - F n - 1 H - 'f > f > - 2 - 'f f ^) - 3 - (3 , 5 V 
4-'^f;V7i^jv) 7°nn 0 ;i/] - 1 H- t?u-;v- 3 -#;v#7;v-rt: V 

TLC:Rf 0.53 :I»^^=2 : 1) ; 

1 HNMR ' 8 9.67 (s. 1H) , 7.20-7.05 (m. 5H) , 6.55 (a, 1H) , 6.51 (m, IH) , 6.46 
(s 2H) 4.76 (d, 1H), 4.07 (dd, 1H) , 3.82 (s, 6H) . 3.76, (m, 1H) , 3.02-2 88 (m 
, 2H), 2.58-2.35 (m, 2H) , 2.29 (dd, 1H) , 2.08 (s, 3H) , 2.04 (m ,1H). 1.75 (m, 1H 
), 1.24 (m. 1H), 0.98 (s, 9H) , 0.08 (s, 3H), -0.15 (s, 3H) 0 
[0 4 0 2] 

6 1 „ 

(2E) -3- II- [ (2S, 3S) -2- (2, 3-^Fn-lH-r/r/-2 
-^;V^;V) -3- (3, 5-v^ F^-4->Wi-)H -3-fcKn*v? 
ot?;i/] — l h — tin — ;v— 3 — T^V;vm 

6 0 Lfc*fr&W ^ffl V>T. **feffl 3 4 3 5 fc RI#^»f^* U £1 

TL C • R f 0.42 ('^nn>? >- : * * y-;v= 9 : l) ; 

1 HNMR I 8 7.69 (d, 1H) , 7.18-7.08 (m, 4H), 6.96 (m, 1H) , 6.69 (dd, 1H) , 6.4 
9 (s 2H), 6.40 On, 1H) , 6.07 (d, IH) , 4.43 (d, 1H) , 4.23 (dd, 1H) , 4.04 (dd, 1H 
), 3*. 81 (s, 6H), 3.04-2.90 (m, 2H) , 2.55-2.28 (m, 3H) , 2.16 (m, IH) , 2.06 (s, 3H 
), 1.37 (m, 2H) 0 
[0 4 0 3 ] 

mmm 6 2 

3- |1- [ (2S, 3S) -2- (2, 3-vtFn-lH-r/f>-2-Wf 
;v) -3- (3, 5-y^^y-4-^f^7x-;v) -3-Kl>W^^] - 

: 7^^7 7 * ; 

TLClRf 0.58 (y^nnir/:^/-^9: i) ; 

1 HNMR • 8 7.18-7.05 (m, 4H) , 6.58 (dd, IH) . 6.51 (m, IH) , 6.49 (s, 2H) , 5.9 
7 (dd IH), 4.44 (d, IH), 4.12 (dd, IH), 3.98 (dd, IH) , 3.81 (s, 6H) , 3.01-2.85 
(a, 2H), 2.78 (t, 2H) , 2.57 (t, 2H) , 2.44-2.28 (m, 3H) , 2.15 (m, IH) , 2.06 (s, 3 
H)' f 1.41-1.32 (m, 2H) 0 
[0 4 0 4] 

%m®\ 6 2d) , , ^ . 

3- |l- [ (2S, 3S) -2- (2, 3-ytFn-lH-r/r/-2-^^f 
;v) -3-KFn^>-3- (3, 4, 5-fV^^fy7x^v) ^ntf;v] - 1 H- 
t°n-;v- 3 --f ;W ^n;r/K 

^VXTVT*. K*fflV>T, »f!)5 8-H»J6 0-«i6 l^feWJ6 2 k |Wpft<7> 

tlc : R f 0.44 (y^nn^v : ^ ^y-;v= 9:1) ; 
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1 HNMR * § 7.16-7.08 (m, 4H) , 6.59-6.55 (m, 1H) , 6.54-6.50 (m, 3H) , 5.98-5.9 
5 (m 1H), 4.40 (d, 1H), 4.17-4.08 (m. 1H) , 4.00-3.92 (m, 1H) , 3.85 (s, 6H) , 3.8 

2 (s! 3H), 3.00-2.89 (m, 2H) , 2.81-2.74 (m, 2H) , 2.60-2.53 (ffl, 2H) . 2.46-2.30 (m 
, 3H), 2.12-2.03 (m, 1H) , 1.40-1.32 (m, 2H) 0 

[0 4 0 5] 

UEDG-2 $t&=f- $*/:ft^"-XMX^-t-A'J^ (Chinese 

Hamster Ovary, CHO) ilfttiV>TR$S#7>^^-^ X^ittffi^^^^" 
E D G - 2 1 0 % F B S ( * vfl6!&lfiLV») > ^y'J hW7 h^v 

^ ^^^.f y> (5^g/ml) M H a m* s F 1 2 (GIBCO BRLttSU N 
o 11765-047) ftIV»TJ&«Lfc. Jf, Fu r a 2 -AM (Doj indott»L No.348-05831 
) **ffll&rt^JJM&***fc<^ Wife* 5 Fu r a (1 0%FBS. 

2 OmM HEPESlft (pH7.4) > 2.5mM 7o^^vF (Sigma*t*U No.P-87 
61) ^Ham' sF12« t 37°C. 6 0W^^-y3>L/:o »2 
OmM HEPESW (pH7.4) , 2.5mM 7 'n^r> K^Ha n k sit 1 

FDSS-2000, FDSS-6000) t'^V- h**? 1 L, 3 0 

-e^u ^ (i) £ ^ £ ifmMt^m <v ; mm.* mu l 0 ^5»lpa (*$■ 

«K :10 0 nM) *«UnLt\ ^W^»I^^^^^^^^>««^3#^PSciliJ 
gt/: (Mftjg$t:ft3 4 0 nmiiV3 8 0 nm, 5 0 0 nm) 0 ^ (D 

ti&^3PJItt^Ji> y7f;vx;wt^yK (DMSO) £»»U 
0/*Mfcfc&J:3fc*lniLfco LPAfcUli, 1 - * 4 ;V ( 1 8 : 1 ) - L P A ( 
S i gmatl) tfctt, 1-'J;W^K18:3) -LPA£«fflLfc 0 1-V ^ 
w >f^ (i8'3) — L PAIi> UlT»2I^^fW^W^iU fjti£L/c& 
©£JSv>fc 0 (l) is:3-LPC CJyvy^Ki8:3) -'j'/*^7rW 
3 ,jy) (SedaryM) WLD (***V>^~« D) J: ») ^-J** * Zfzli 
(2) is • 3-PC ('J^^;v (18:3) -*^77fy>3T/) (Avanti P 
olar Lipidsttfi) i *9 P L A 2 1 8 : 3-LPC ('J7W^V (1 8 I 3) - 

>j^7rfy>3'J>) ^if^IU ^cottPLD If D) fcJ:«J 

LPAMtS«*4o EDG-2ftrSM&tttt, * (I) ^$*L**S&9Hfc^ 
^t^>DMSO*ij)DLf:7x;VWLPA GfcifcJft : 10 0nM) J: £ fc: - ^ 
£ 3 y h n _ frfc ( A ) £ U Mt^It/ciit© L P AlM«f^«M^ 
IftOg (B) fcfcJfclfcU JBJlTO»S:*ffl^T«HW* (%) fcllffiLfco 
[0 4 0 7] 

[til 

(A-B) 

nm^ (%) = x 1 0 0 

A 

[0 4 0 8] 

1 c 5 0 ma. mm 5 o%fc^-r#»w<fr£»«>**fc ttfasuc 

[0 4 0 9] 
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— V 



72/E 



(2) ik&Wft, ICs o W0.040^M-e$>o/Co 
^ (in vivo) 7 7flIftEi:Mf^ffffl * 

BttCD (S D) IGS9?h ( B ^f-^-;V^i;^--, OTHtS-Q^) 
w 12g/kg ) «0t4i:^«SIU:o MfcE+ttlMk ^W4ffl«S» 

^t-(«U, HmifiE, HiLJE*BB5feLfco »AJl]±£2 0 mmH 

*i/fc4*0«-5-l±, #&#S^T&ofc 0 &*5> **** (vehicle) 
line-l:30»*fcUfco *lMfc#*«>in vivoT?©*»tt**ME*; Sf22^ 

^i^Uehicle&WC^^ 

[0 4 12] 

[«J$|] 

*4:§l|'f5i| 1 

(T=H (2S) - 2- [ (S) -UW (3, 4, W7^V * 

^ ;v] _ 5 _ 7i -^yf^l 7x-;V) I^m (W2 0 (2) 50.0g) . 

*^wm*o-^^9A (2 8 ) > xr7r/iv^->^ (i g ) 

m« H B H -fe^o-X (47 g) mC^l^LmtU, ^i:5 0mg« 
j£53*£#*"t&S8i'J 1 0 0 0««r#^o 

(2S) "2 - [ (S) (3,4, 5-f'J^^7x^) * 

i ;v] _ 5 _ 7i -^>f-^| 7*-^) ft® (»f!l2 0 (2) it&m, 20g) , ^ 
^h-* (200g) > (10L) mPiOil^Uft, 

U 17'/^f 2 Omg^tt^ttt^y^H 0 0 0**»^o 

y*rtt, LPAS«# EDG-2) fcttSAfc^W* * tf/t 
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[|£] LPASS# m\-> EDG-2) JS^ffi**-!-**^*^***!^* 

(i) 



\ — S Q 




(I) 



mMMm&, $mmiB~ wh*«« 

[%KI9] & 
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mm 2 0 0 4 - 1 0 1 3 7 8 : 1/E 



#ltmtl^^ #0 2004-101378 

^j-;^ 50400535166 

fH^W fflAfI^±^ 0 0 9 5 

ffrfcH 16¥ 3H31B 



[mffiHl «16^ 3J330B 
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iii ii a m & m m. 



^ [000185983] 
^H^B 0 1 9 9 0^ 9 2 B 



5^- 



miE#^ ffifiE#2 0 0 4 - 3 1 1 7 3 1 1 



